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r a^mm^-xm, a tfmfe&x&o, a t^wxw), nmxm, y & 

1 1 2 3 

USA ftmfc^Xm, ^OR dS^^S^L;Xtt 

3 2 

R 3^**lS^-e*)«3, a itm&texm, a m^uyxm. ntfOXfoQ, Y # 

112 3 
3 2 

R #**JW-T--C*>9, A ^JIHS-frT?^, A fl^U^fe!^ ntfS(H?fc^ Y # 

112 3 

^jg^-efco, a aM^y-cfc<9, ^or &4-^T;7x.~/vm%muxte 

3 2 

r ^*^is^-e*>5, a &m&er?*>9. a t^v^xm, n^oxm, Y & 

112 3 
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3 2 

R #*atIgC^pCfc9, A &m&&V$>*>. A m*f-VZ/-T*W, nmrZ&O, Y R 

112 3 

tfA #lMir#*C*>9, ^oR flM^gfc^UXtt 

3 2 

R ^Tk^JSi^-efcO, A dS^J^-Cfct), a awvycfc!?, n^o-efct), Y & 

112 3 
3 2 

R #7k^PC*>9, A &m&&"*h9s A AWVyCfcO, n^0-C*>«9, Y R 

112 3 
3 2 

R tf^JDSC^-eaWK A d^^-e3b«9, A ;6WWC&9, n#0"?fc!K Y & 

112 3 
3 2 

R dS^JS^-CfcO, A s8S^|S^-C*>9, A tf^WVM, nifiO'Vh*). Y & 

112 3 

^or &^**s;i'm%muxfe 

3 2 

R ^TKSHg^-CfeOx A ti$mW&X*M, A i)VfWVhy), n*SO-CfcO, Y & 

1 1 2 3 

3 2 

<5 0 

[0046] Mk6]- 




(V) 



[0047] axwui&i vc, Rjtfrmm*. mmmi-m^bio<DT^/vm. mmm* 
s a rva n^ti^tmmcm^. x\*$tmm*mfrb6(DT/i<*uism&m 

1 2 

U R tt^hoS, i/7Vg, Xtt-Y -A -R fc*U ntt0a»*>4tf>!lE8c&^U Y 
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fti^^ -O-, -S-, -NR - % -CONR -NR CO-, -NR COO- -NR C 

3 3 3 3 3 

ONR - -NR SO - Xtt-NR SO NR -£^U 

4 3 2 3 2 4 

6 

/nd^V, T/V^m, -hn^ N -OR , -COOR „ Xft-CONR R 

7 7 7 8 

6 

[0048] R &t*R fi^h/^jfcT/l^/V'g, T/l^~/l^ Ty— /VM. ^fP7y-^S, 

7 8 

2 6 

[0049] 5£(V)f iCfcVvC, R &*mm**mU A #UJi*gr£**U R -NR 

1 15 9 

R ,Xii-OR^URM iSWetv-Y-R ^UYtm^-CO 

10 9 9 10 4 11 4 

- -COO-.-CONR - XttSO-Sr^UR &tfR tt-t^tUftSttCft* 

12 2 11 12 

m^hm\tfik.m^h^>{mjR &-or r &-y r z&u y ^o^^l 

5 9 9 4 11 4 

11 

5 

[0050] ^(V)«^^*5V^T, R dS^Sllg^-efcO, A A 

1 12 

ntfOX-foV, R ifi-Y -A -R Y tf*-NR CO--?fc«9, R /^^E^T*^ 

5 2 3 2 2 3 3 

3 2 

R aSyki&^-efc^ A tiiW&&"?$>9. A ^M^U^T*fe«5, n^0"C*)9, R tf- 

1 1 2 5 

Y -A -R Sr^U Y tfS-NR CO-vm. R #**JDSC-FC*>9, A /^^T^ 

2 3 2 2 3 3 3 
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2 

r ^mm^-xm, a tfm&rzh*)* a tf^vi/x&o. nmxh*), r as- 

112 5 

Y -A -R &mU Y tfS-NR CO-T*fc!9, R frfrm^Xh*), A ;W^-e&<? 

2 3 2 2 3 3 3 

2 

r ds*m^-c*>9, a &m£&'ebQ. a awv^fco, naso-cfc?), r a*- 

112 5 

Y -A -R ££U Y ^-NR CO-T*fc!9, R tf^^JSC^T^ A j&S^H^-CfcD 

2 3 2 2 3 3 3 

, ^OR ak->^/l^£^L;3m 

2 

[0051] R as^J^-C&f^ A tfWfr&1*b*) > A fr^U^X&V, n&OXh<0, R tf- 

112 5 

Y -A -R %mU Y a 5 — NR CO--C&9, R aSjfc^fJDiC^PCfctK A aW^^efe 

2 3 2 2 3 3 3 

«9, a>oR t)U-7/l'*v'7*~/vm&&V',Xte 

2 

R a^UfD^-Cfc^ A tfW&&T}h*) > A W^!), ndSO-Cfct), R a*- 

1 1 2 5 

Y -A -R Y dS-NR SO -Xh<9 s R ^Tk^lS^-Cfct), A tfMMS£-C*> 

232 232 3 3 

9, a>oR dS4-^/W7a^/VS^L;Xtt 

2 

R tf***!^-?*)^ A as$M££-Cfc»\ A awvirfc^ n^O-CfeD, R ^- 

112 5 

Y -A -R Y ;&S-NR CONR R tf&mW>*Xh<0, A 

232 234 34 3 

2 

R dSTlcKIJS^-Cfct), A a^^T^ A tf&WZbQ, n&OXhV, R a*- 

112 5 

Y -A -R Y a*-NR COO-T*fc9, R tf7kmm*Xh<9, A &&W&X 

2 3 2 2 3 3 3 

a>oR W;wS^L;Xli 

2 

[0052] R , A &m&&X*h<9 % A flWV^fcO , ntfOXhV , R 

112 S 

Y -A -R Y #-NR CONR -T'fcD, R ^mm^XM, A 

232 234 3 3 

XhV, a>oR &U*R ^f/HS*t;X» 

2 4 

R ^7K^lg^-efe«9, A a^^-Cfc^ A aWl^T-fc^ n^0T^<9, R a*- 

1 1 2 5 

Y -A -R £^tU Y flS-NR -"CfcO, A flS^&^-Cfc^ d^oR &tflR a^nt" 

232 23 3 23 

R a**^ JSC^-T^ A tfW&&XhV, A ftt^V^xm. ntfOXhV, R 

1 1 2 5 

Y -A -R Y a*-NR ~Xh\), A tf*?-UyXh<9 , R as*g|fIj§C^T?fci!K 

2 3 2 2 3 3 2 

^or fr4-^;]s7^/v&&muXfe 

3 
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1 12 

5 

[0053] R tfS^^g-Cfc?) , A £ Wl^"C&«9 , A flMfV^fcO , n^0T*fc>9 , 2>>o 

1 1 2 

5 

r tf\?y^ y -2-s(;vm~zm, a tf^uyxm, A jbVf-VyVhV, ntfOXh 

1 1 2 

5 

R ^^ntVVS-Cfet?, A fc^&X&<0, A i^^v^xm s rdfioxm, fa^ 

1 12 

r tf~hvm*mux\* 

5 

r ^^n^i//vs-efci9, a -fc^vyxm, a m^uyxh^o, ntfoxhv 

1 12 

, ^OR ^-hn^^L;X« 

5 

[0054] R ^-^ntVl^-Cfc^ A /W^-efc9, A tfW wefc<9, nftOXh*), 

1 1 2 

OR /^hn&^UXtt 

5 

R a^n^vvvg-efc^ A ^^^-efcJj, A tf^U^XhV, ntfOXh*) 

1 1 2 

5 

r ^i-^^t°^7^y-4—r^s-efe!9, a tmw&xhy^ a ftt^vyxh 

1 1 2 



«9, n#<rcfc0, ^OR #~hng£^L;X& 

5 

R ^*^JB^-Cfc<9, A mm&&Xh 1 0. A ftt^sxm, n^0t*&^ R 

112 5 

Y -A -R &mU Y ^HD-T*fc«9, A tf^UyXhV , ^oR ^4-7^-/^^ 

2 3 2 2 3 2 

^euxte 

[0055] . r tfTkmrn+xhy, a t^m^xh^o, a Wfi^^^ n^o-efc^ r a*- 
112 5 

Y -A -R Y tf-O-XhV, A &mi£&Xh*). 2»oR ^^ntVPS^L 

2 3 2 2 3 2 

;Xte 

r tffcmmTxw, a t^^xm, a ft^ysvxm, ^mxm, r 
112 5 

Y -A -R Y ^)5-o--cfc«9 N A ^OR flfceyl/sMJ 

2 3 2 2 3 2 

-f/VS^UXiS 

r asTKajDK^-cfc^ a *s^j§-a"c*>9, a t^yyxm. nmxm, r 

112 5 

y -a -r y ft-o-xw), a ftm&&xm. ^or ^zf^m^mu 

2 3 2 2 3 2 

Xte 
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r itfrmm+'efo*). a a tH^sxm, n^xm, r 

112 5 

Y -A -R Y tfS-0--Cfc«9, A ^oR 

2 3 2 2 3 2 

[0056] r t^mm^-xh^. a &w&&tib9* a &^vi/x&o, ^rnxm, r 

1 12 5 

Y -A -R &3tU Y ^-o-T*fc«9, A aWl^T*fc<9 x 2>>oR W-7^tB7s 

2 3 2 2 3 2 

112 5 

Y -A -R Y j&S-O--eifc0, A ^OR dS^7^U^-2- 

2 3 2 2 3 2 

r tffcmm*xhv^ a &m&&"&b9. a tf^vi/xhv, ntfoxhv, r tf- 

1 1 2 5 

Y -A -R $r*U Y ^-o-T*fe9, A ^fUytfc!), #>oR ^2-^on7i^ 

2 3 2 2 3 2 

r ^7K^mT--efe«9, a tmfe&xh*), a ffi^wx^, nmxm, r 

1 1 2 5 

Y -A -R Y #-0-T*fc9, A flMfV^fc^ /$>oR 

2 3 2 2 3 2 

[0057] R tf**^ JBK^-CfcO , A ftm&ixXh*) \ A ft^VVXm , n#0T?fci9 * R ^~ 

1 1 2 5 

Y -A -R &mU Y iS-O-T?fc0, A jfiWVVCfcO, ^oR #2, 3, 4, 5, 6- 

2 3 2 2 3 2 

r as**^-?*^ a ds^^-cfcUx a awi^-cfc^ nmxhv, R tf- 

1 1 2 5 

Y -A -R Y tf-O-XhV, A ifi^WXh'O, ^oR tf^-t-v^/K^ 

2 3 2 2 3 2 

R ^TkMC^FCfc*), A dS^-a-Cfct), A ft^V^xm, tdfiOXib*). R 

112 5 

Y -A -R Sr^U Y tf-O-Xh*), A tf^uyXhV, ^OR &2-¥7*~/V- 

2 3 2 2 3 2 

R frfomm*Xh<9, A &%t&&Xh<9, A fr^U^XW* n&OXhV, R flS- 

1 12 5 

Y -A -R £r*U Y dS-0--efc9, A ^^XTffcl), ^OR ^4-^bn7^^ 

2 3 2 2 3 2 

[0058] R #**JS^-C*>«J, A &W&&Vlb9* A ft^V^X&O, n&OXhV, R ft- 

112 5 
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Y -A -R Y tf-O-Vh*), A tf^Ul/X'hV), ^OR ^2, 4-^y;Vfr 

2 3 2 2 3 2 

11 2 5 

Y -A -R Y ^-0--Cfci9 % A flWl^tfifctK 2>>oR ^4HX7/7;c~ 

2 3 2 2 3 2 

[0059] Wb7] 




(VI) 



[0060] axvot* tcfcwc> r ftt^D^ ^^jg^fifeid^iowr/^/V'S, fcmm? 

1 

1 2 

U 

2 

Y i*l|M$£\ Xtt#/l'2fcvl'g£^U Y te^-a\ -CO- -COO- CONR 

5 6 4 

, x\z-so -%mu 

2 

R &tfR tt^ft^jfwk*!!^ TVl^^S, T;V^;vm, TV-^m, ^foT 

3 4 
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1 1 2 

5 6 3 2 

I 1 2 5 
6 3 2 

II 2 5 
6 3 2 

[0062] R &jj&tBlfr"<*1M) > A ^^^-efe«9x A dS^W^"Cfc«9> Y 

1 12 5 

"CfeU, Y tf^&XhV, R 3^*^lg^-C*)0, ^OR ftA-t-Zf^/V^s^vm 

6 3 2 

r ^mm^xm, a asi&j&^-efc^ a as^w-efc?), y tfUArf^/vm 

1 12 5 

-caw, y r &7kmm*-e$>v, *»or a^^^s^aasrssL; 

6 3 2 

1 12 5 

T*fe«9, Y &m&&X*m, R #*^FC*>9, ^OR &2, 2-*J7x.-;V^jV 

6 3 2 

R fl***®^ A dS^Ljg^-CfcO, A tf^Ul/X&V. Y tfXArf^A'm 

1 12 5 

-?*>9* Y ^^^^-e*>«9, R j&s^&DK^-CfcO, ^or ^5t°y^v-2— 

6 3 2 

[0063] R aSTKaiJK^-Cfc^ A *S^jfe^-Cfc9, A ifi^UlsVb*), Y ffiHA^^m 

1 12 5 

xm, Y &%-&&x**>9 % R tfv^/v-ST-fc^ 2»oR #^<y^^a»*U;XW: 

6 3 2 
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1 1 2 5 

6 3 2 

r ^**jr^*c*>0x a as^-a-ca^ a Y tfS;fr/l^~/Vg 

1 12 5 

6 2 3 

R *S**^t?fct), A A ^^l^Tfe^ Y &%/Vy$~/vm 

1 12 5 

6 3 2 

[0064] R as**!^-?*)^ A ^^«f^-C*)9, A flSa^V^fcO, Y 

I 12 5 
6 3 2 

r ^mm^h'o, a itrngGxhy. a a^v^vy^njo, y tmw^h 

II 2 5 

•9, Y s^-CO-*C*>5 % R ^7fc^ig^-e$>t), ^oR aWv^S^UXft 

6 3 2 

R &&mm*-Vlb*). A A tfTuVVlsTth^ Y dS^Jg^Tffc 

1 12 5 

6 3 2 

r &frmm*-?&y. a ^m^xm. a ^ntv^-efe^ y 

1 12 5 

9, Y ^-CO-T*fc«9, R ^tK^HT-T^O, /&>oR ^4-^hH7a:=:/VS^b;X 

6 3 2 

[0065] R #*§(tjj§C-*-Cfc9, A ;W^T'fc9, A #'7u\+V>>VibL y tf^&xh 

1 12 5 

9, Y as-CO--e*>9, R #*iffJj^-Cfc9, ^OR #4-=hn^O^A'aa«L; 

6 3 2 

R ^TK^jg^-Cfe^^ A &&1&&XhQ x A ^^ntV^-efcf?, Y ^^HS^-Cfc 

1 12 5 

•9, Y tfS-CO--Cfc«^ R iS**^"C*)0, 2>>oR #^-7^uy-l^H^L; 

6 3 2 

1 12 5 

9, y tf-co-xhv, R ^Tk^JST-'Cfco, a^oR tf~r7*u>-2-4frm%mu 

6 3 2 

r ^mmi-xh^o, a &m&ir?h9, a &yv\?uyxh^ y 

1 12 5 

19, Y tf-CO-XW. R tfimW.+'Zh*), ^OR &*/*xi'^*/A'*1'A'W&& 

6 3 2 
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[0066] R tfTkmrn^-Ch*), A A a^ntV^ffc^ Y 

1 12 5 

0, Y tfS-CO--Ofc!), R ^7K^T-T*fc«9, a>oR ^4-^nn7^^^L;X 

6 3 2 

r ^Tk^^-efcD, a as^f^-ea^ a ^^ntv^-efet), y W^-efc 

1 1 2 5 

19, Y flS-CO--efc«9, R ri^M^T^ ^oR ^<yXfcKyA'*Sr«L;Xri 

6 3 2 

R ^*^®^*C*>9, A flSl|Mg£"C*>9, A tfS^nfcV^fc?), Y j&S^Jg^fc 

1 12 5 

•J, Y j5S-CO--e&«3, R 3»**I!(-T--C*>5, **oR j^2-73rfi/wo^/u^Sr*L 

6 3 2 

1 12 5 

»9> Y J^-CO-T^ R #**jrpe*>9, ^OR #3, 

6 3 2 

[0067] r #**j§CT--eaM>, a ##is#-c*)0, a ft-fww^m, y 

1 12 5 

•J, Y #-CO--C&«9, R ^**JS^"X?*>9, tf>oR aH-v^/vg&gUXte 

6 3 2 

R ^^H^-C&t), A jW*£^fc«9, A ^^pfi/ytfc^ Y 

1 12 5 

6 3 2 

R #zk3i&JD§C^Ttt!>&, A 3^#|^-C*>*), A tf^ntV^-efc^ Y dS^^-Cfc 

1 12 5 

6 3 2 

R aSTfc&DK^-CfcO, A tfMMgr^Cfc^ A as^ntWefc^ Y 

1 12 5 

19, Y ^l£^-e&«9, R ^**^T?*>D, ^oR 

6 3 2 

R *S*^^-C*>9, A tf&m&'Zb^ A ^^ntV^T*fc«9, Y ^^~efc 

1 12 5 

6 3 2 
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[0068] Wb8] 

0 

[oo69] iScvnmc&v^c.R \t^mm^i^hio<DT/^vm, 7v-/i>m, ^fo 

13 

4 5 

b; 

Q Ji-Y -A -R , #*||ft**£Q , tt*##*fl^»£Q , 

5 7 6 14 6 7 
8 

Y[i|^-0-,-S--NR -CONR --NR CO-, -NR COO- 

7 15 15 15 15 

-NR CONR -NR SO XJ3-NR SO NR HS^L; 

15 16 15 2 15 2 16 

[0070] a Kmte. xftfc#m*mi>*>6<o7;i<*u>m&$tu 

6 
14 

15 16 

14 15 

Q fSTiB5£(VIII-a)tf>ST*fcoT, 

6 

[0071] Mb9] 




(Vlll-a) 



Ri6 



[0072] 5£(VIII-a) ^te&l vC, R te*iifJj§C^% AP^y, -hng, i'TVg, X»-Y - 

16 7 
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a-r zmu 

6 14 
17 

& fc/M3^>\ T/^/l^m, i/T/ms -OR , -COOR , 3U2-CONR 

18 18 1 

8 19 17 
18 19 



Q teT!B5£ (VIH-b) ©V ^W^StfcoT, 

7 

[0073] tfblO] 

x 4 X4 v R i7; 



m 



x O i i x CjQ 

N N 



St) 



m 



[0074] j£ (VIH-b) cf fc:j3 V X -S-, Xfc-N (-Y -A -R ) -&£U X & 

4 7 6 14 5 

6 
8 
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[0075] *W»#TffflV^ffllSrAGE^KL*jtr4, fifi«FS^©JifT«fll«IU 

AGE, &tMl^<0^j££IMrS£fc&&5H-5o 

:/nt7K jyzfv&K -*y^7K sec-y^/K t-^/K 

[0076] ^TA^l^a^ttiiSL «ttO^***»«C5, *Sfc8MSjNfc 

^if-i/y, 2-:*fv>\ l-7"nfcV>\ 2-yntVy, Z-yut'uy, \-y^vy, 2-zf 
ffc-efc?>, fclfctf* 'O-tfy, l-y*vy, ^yfy, ryhy±y, y^yyvytz.}* 

rv—^ a-^MhA-zK hvry— a\ try v?>\ tryss^ fy^v^ t°7^ * 
/y^ ^y*/y^ -ivk-/k ^y^/y^y. <<^s e f^x^}*iNvb 9 
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/umon&XhV, fllfctf , Jr**yyy, ^yy, Ti?Vi?y, ^Yy^nyyy, 
yKFWyy, M'^yy, fc 0 ^7^y&2?»5 0 

[0077] sfc, *wmm\z.mmtitcfc&m*. ^-w^m^trnm^Mir^^^ 
tftE-rziK ttibnmnmmxmiu mmmiR)-, (sk (rsk <d^-t n^xm 

^\^mmmxm^ti, ^op xmnzi&mmm%^y°3-wk^xm 

n 

jyv-/m±mmm*<Dm&im*^^ w^m, ^yv 
mm<Dm^\m^<y^m, w^m. r±^-/vmm^ 0 

[oo78] ^mwoik&yozm^zz.tKM, ^w^AGE^mmmk Rxj^AGE^m^m 

tabs *^<Dfc&m*4m&*&&tzm^xh#mx&z> 0 vtc^x, *mw 
, &mzAGE£mz£z£iktmz.m^m&. RTJvmjua&timbtiZo 

[0079] mm ^m(D^^mm^^^mmmm<Dm^mxhmm: 
m 1 ^-rs.ft^m mx&z 0 

M2*7F^&mmm mxh% 0 

mzmms Mvwt&yo (y^^ry^ym^^^mmmmomt^ 
x*hm&m**irzLj&wiwmxh5> 0 

tmmm, Mvwt&m (y^-»Ty-ymth'v*v&mnmffi<D§m3>m 
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mxhmmmio^irRmwLmmxh^o 
[0080] *mw<D4k&m<D?ib. mm*L^M t fcM*mfzbTm<Dbmx-h?>o 
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K 

(S)-2-T^/-5-(2,2-^7:i:~/Kr^T^/^ 

[0081] (S)-2-T5/-5-(^^/WT^y^/^^)-^^y^^Ti/yKtKn^i/T^K 
(S)-2-T^/-5-(fc°^y^>M-^;&/^ 

(S)-2-T$y-5^T^^^V-l-^T5/^/^^/V)^^/^^T^yKtKo^r 

(S)-2-T57-5-(^V^T5y^^^/V)-^^y^y^T^KtKn^^T^K 

(S)-2-T5/-5-Ti?^T^/-^^/^^T^KtKndri/T^K 

(S)-2-T^y-5-^^^T^y-^^7^y^T^KtKndrv/T^K 

(S)-2-T^7-5-(4-^hn^^^T^y)-^^y-fy^T^^KtKn^rVT5:K 

(S)-2-T^/-5-(4-^hn7^^Ti?^/VT^/)-^^y^y^Ti/yKtKn^^T^ 

K 

(S)-2-T^/-5-(^7^1/^-l-^-^;V7K^/VT57)-^^7^y^T^yKtKn^ 

(S)-2-T^/-5-(^y^l/^-2-^-^/k/K^/V'T^y)-^^y^^T^KtKn^ 

(S)-2-T^7-5-(iX^n^^/VTir^T^y^^y^^^T^^KtKndr^T^K 
(S)-2-T^/-5-(4-^nn^^^/VT^y)-^y^y^^Te/5/Kt:Kn^^T^K 
(S)-2-T^/-5-^7o:^T^^/VT^7-^>'^7^^T^KtKn^>'T5K 
[0082] (S^2-T^/-5-(2-lf7ai-/W4-^/VT^^T^y)-^>'^/-ry^T^KfcKndr^ 
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(S)-2-T^y-5-^n^^V/VT^y-^^y>r^^T^yKtKn^>T^K 
(S)-2-T^y-5-[fc^4-^^/W^y^/V)-T5y]-^^y^y^T^yKfcKo^VT 

(S)-2-T^/-3-(4-T'fe^/VT^y-7ai^/V)-N-tKn^v'-7 p nlf^T^K 
(S)-2-T5y-3-[4-(4-^^/V^^^/V)T^/-7^^/H-N-fcKndr^-7 s ot 0 ^-yT 

(S)-2-T^/-3-(4-/ < ?^n^/VT5/-7a:^/V)-N-tKD^rv'-7 fl nt 0 ^-VT^K 

(S)-2-T5y-3-(4-tV^n^/WT$yya:^)-N-tKo=¥^-7 p nfc 0 ^-yT^K 

(S)-2-T^y-3^4-[2-(4-7/V^a-7i^)-T^^;V'T^y]-7i^;VhN-tKn^v' 

[0083] (S)-2-T^y-3-[4-(WV^^-4-^/^^^/VT^y)-7^^/W]-N-fcKndr^7 B nt° 

(S)-2-T$/-3-[4-(4-hy7/^n^^/V^W>rK)-7i^]-N-fcKn^r^-7 B nt 0 ^-^ 

(S)-2-T^y-3-(4-^h^^^;^^/^T^y-7i^/V)-N-tKn^v'-7 p nl:^^T5K 
(S)-2-T5y-3-(4-^^/VT^/^/W^^^/V-7^^)-N-tKndf-^-7 p nt°^-yT 
5K 

(S)-2-T^y-3-(4-^yntVVT^yi-7^^)-N-fcKndrv/-^nfc 0 ^-^T5:K 

(S)-2-T5/-3-[4-(4-^^^^/V)T^7-7^^]-N-tKn^i/-7 p nt 0 ^-^T5:K 

(S)-2-^^^/VT^/-3-(4-^hn-7^^/V)-N-tKndr>'-7 P nfc 0 ^-^T^K 

(S)-2^t°y^^-2-^/M^)T^7-3^4-^ho-7^^/V)-N-tKn^^-ynt°^->' 

TSK 

(S)-2-^nt°/VT^y-3-(4-^hn-7i^/W)-N-tKndr:X-7 P nt 0 ^-^T^K 
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$K 

(S)-2-^y7 p ntVWT5/-3-(4--hD-7iri/v)-N-tKn^v'-7 p nt 0 ^-VT$K 
(S)-2-^n^v7VTV-3-(4-~hn-:7:i^^ 

[0084] (S)-2-(l-p(^t 0 ^y^y-4-^/V)T^/-3-(4-^hn-7a:^/V)-N-tKD^i/-^ > Dt 0 

(S)-2-T5/-N-tKn^V-3-(4-7rn^^/^^rv'-7^^i/V')-7 P nt 0 ^-^T^K 
(S)-2-T^y-N-tKn^^-3-(4-7 p ntVV^dr^-7^^7l^)-ynt 0 ^-^T^K 

(S)-2-T^/-N-fcKndr^-3-(4-^^/^=3r^-73:^/W)-7 B nfc 0 ^-^T^K 
(S)-2-T$y-N-bKn^v'-3-(4-^y^/^drv'-> r a:^;k)-7 P nt 0 ^-VT^K 
(S)-2-T^y-N-fcKn^^-3-[4-(4-7/^n^^^^^)-7^^/V]-7 P Dt°^-^ 
T$K 

(S)-2-T57-N-tKn^v'-3-[4-(^7^1/^-2-^/^dr>')-7^^/l']-^nfc 0 ^-^T^ 
K 

(S)-2-T^y-N-tKn^i/-3-[4-(2-^nn^y^/^^>>)-^ ; c^/v]-7 P nt 0 ^vr^ 
K 

(S)-2-T^y-N-tKn^^-3-[4-(4-hy7/^D^^/V^>'^^^i/)-7ai^/V]-7 P 
(S)-2-T^y-N-tKn^e/-344-(2,3,4,5,6-^^7^n^^/^^V)-7^^/V 
[0085] (S)-2-T5y-3-[l-(2,4-i/7/V^n-^i/^)-lH-^^K~/V-3--r/V]-N-tKn^i/ 
(S)-2-T^y-3-[l-(4-hy7;^o^^/^^v ? /V)-lH-^r^K— ^-3-^/V]-N-tKn 
(S)-2-T^y-3-[H3-^^/V-4-^hn^^/V)-iH-^^K— ^-3-^]-N-tKn=¥ 



WO 2005/073180 



34 



PCT/JP2004/019512 



(S)-2-T^y-3-[l-(2-7i^/V3:^/w)-iH-^^K--/V'-3-^/H-N-tKn^i/-7 P at 0 

(S)-2-T^y-N-fcKn^^-4-(l-7^^^;V-lH-^>X^^>^-/V-2--r/V)-^^7 

(S)-2-T^/-N-fcKD=¥i/-4-[J 

(S)-2-T^y-N-tKn^i/-4-(l 
K 

(S)-2-T^/-N-fcKndr^-4- [ 1 

(S)-2-7V-N-fcKn^-4-[l 

[0086] (S)-2-T^y-N-tKndrV-4-(] 
(S)-2-T^/-N-tKndr^-4-(l 
K 

(S)-2-Tl/-N-fcKn^W-(l 

(S)-2-T5/-N-fcKD^v'-4 - [1 

(S)-2-T^y-N-fcKo^>-4-(l 
5K 

(S)-2-T5/-N-fcKo^ri/-4-[l 
(S)-2-r^y-N-fcKndr>--4-[l 
(S)-2-T^y-N-fcKn^^-4^1-^n^^i//V-lH-^^X-f^^v'--^-2--r/V)-^ 



[i-(t°y^y-2-^/w^^)-iH-<^x^yy > -/w2- 

(l-^^/WlH-^yX^^/-/W2-^/V)-^75K 

(l-^n^^/M^/WlH-^O-X^^y— /V-2--T 
[l-(2,2-v ? ^^/V7 p nt°/V')-lH-^VX^^y-/W-2- 
{\-^yzf^-;v-m-^>^%^/-/v-2-^;v)-zf^- : 7 
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(S)-2-T^y-N-fcKn^W-[l-(7 i h7tKnt 0 7^-4--r/V)-lH-^>'X>i'5:^)/--^ 

(S)-2-T^7-N-tKn^^-4-[l-(l-p«^/V-fc 0 ^y^^-4-^/W)-lH-^<^V^^i/- 

(S)-2-T^y-N-tKn^^-4-[l-(2-^^/V^^-/V)-lH--<^X-r^^)/-^-2--r/H- 

(S^2-T^/-N-tKn^W-(l-^^^WlH-^yX^^^/-/V-2-^/V)-^95 
K 

[0087] (S)-2-T^y-N-tKn^V-4-(l-^7°^/WlH-^<^X^^^/-^-2--r/V)-^^7^ 
K 

(S)-2-T$/-4^1-[2-(4-t-^^-7o:^)-2-^^/V-Xnt 0 /V]-lH-^yXV^^^ 

(S)-2-T$y-N-tKn^W-[l-(^7^1xy-l-^;^^)-iH-^<yX^5^^-/V 

(S)-2-T^y-N-tKn^i/-4-[l-(5-^Dn^7^^-2-^)-lH-^^V5y)/-/V 
-2--T/H-^7^K 

(S)-2-T^y-4-(l-i/^n^^^/V-5,6-^^-lH-^<^XV^^y-/W2-^/V' 

(S)-2-T^/-4-[l-(4-t-^^/V^>-^)-5,6-^^/V-lH-^VX^$^i/--^-2--r 

(S)-2-T^7-4-[1-(4-7/^d^^^/V)-5,6-^^/W1H-^<^V5:^^-/V-2--(' 

(S)-2-T^y-4-[l-(4-^h^^^^/V)-5,6-^^/l--lH-^^X^^^^-/V-2-^ 
/V]-N-fcKn^-v'-^7^K 

[0088] (S)-2-T^y-4Kl-7<^/W-lH-^^X^^^y--/W2-^)-N-tKndrv/-y^7^K 
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(S)-2-7°nkVVT^y-4-(l-7 p nt:VW-lH-^^X^^yy~/V-2-^)-N-tKndrv/- 

(S)-2-7 P atVVT^/-4-(l-^^/V-lH-^^X^^y^-/V-2-^/^)-N-tKndr^-^ 
(S)-2-^^^/VT5y-4-(l-^^/V-lH-^yX^$^i/-/V-2-^/P)-N-tKndr^-y 

(S)-2-T^y-4-(l-7 e ntVP-lH-^^X^^^y-/V-2-^)-N-tKn^v'-y^9^K 

(S)-2-T^/-4-(l-^y^/WlH-^^X^^^^/-/P-2-^/W)-N-tKc2dri/-^^75 

K 

(S)-2-T^/-4-(l-^^^/V-lH-^yX^^^y-/V-2-^/W)-N-tKndr>'-^^7^ 
K 

(S)-2-T^y-4-(l-^^n^^i//M^/l^-lH-^^X^^y^-/V-2-^)-N-tKn=3r 
(S)-2-T^y-4-[l-(4-t-^^^^v?7H-lH-^^X-f^y^-/W2--r/V]-N-tKn 
(S)-2-T^y-4-(5,6-^^/V-l-7 P ntVWlH-^yXV$^i/-/V-2-^)-N-tKn 
[0089] (S)-2-T^y-4-[l-(4-t-^^/V^^/V)-5,6-^^/V-lH-^VX^^^)/-/V-2-^ 
(S)-2-T^yH-(5,6-^nn-l-7 p ntVV-lH-^yX^5^y'-/V-2--r/V)-N-t:Kn 
(S)-2-T^/-4-(5,6-^^nn-l-^^^-lH-^<^X^5^)/— /V-2-^/V)-N-tKn 
(S)-2-(^^n^^i/^^/k-T^/M-(l-^ntVV-lH-^>'X^^yy'-/V-2-^ 
(SH-T$/-4H:H2,3,5,6-7 i h77/^n-4-^h#i/-^>'^)-lH-^<>'X^^> f 
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— ^-2->T/V]-N-fcKn^i/-^75K 

(S)-2-T^/-3-(4-7 P n7K^^-7rcri/V)-N-fcKn^>'-^ 0 nt: o ^->'T^K 
T$K 

(S)-2-T$y-3-[4^2-7^-/V-^y^/V^^iy)-7a:-/k]-N-l:Ko^i/-7 P nt 0 ^-y 
T5K 

(S)-2-T$y-3-[4-(4--hn-^y^/^^i/)-7ai^]-N-tKndriy-7 B nt 0 ^-yT^ 
K 

[0090] (S)-2-T^y-3-[4-(4-i/Ty-^y^/^^i/)-7a:^/l^]-N-tKndr^-7 p Dfc 0 ^-^T 

(S)-2-T5y-3-(l-^^7/^n7^=/M^/V-lH-^^K— ^H^J-N-tKo* 

(RS)-2-T^y-3-(l-^y^/W-lH-^^K-/V-3-^)-N-tKn^i/-7 P nfc°^->'T^K 
(RS^2-T^y-3-[l-(4-t-y^/W-^y^)-lH-^^K-/V-3-^/V]-N-fcKn^^- 

(RS)-2-T^/-3-[l-(4-i/T/-^y^/V)-lH-^^K-/V-3-^/V]-N-tKndrv'-7 P n 

(RS)-2-T^/-3-[1-(3,4-^7/^d-^^/V)-1H-^VK— /l^-3-^]-N-tKn^ 

(S)-2-T^7-3-(l-^^/WlH-^^K-/V-3-^)-N-tKn^v'-7 P nt 0 ^-^T^K 
(R)-2-T^y-3-(l-^<y^/V-lH-^yK— /^--Y/^-N-tKn^-^n^^T^K 
(R)-2-T^y-3-[l-(3,4-^7/^n^>-^/V)-lH-^VK— /V-3-^/W]-N-tKndrv/ 

[0091] (R^-T^y-S^l-^^/V-lH-^^K-^-S-^-N-tKn^^nt^^T^K 

(R^2-T^y-4-(l-^^n^^V/^^/V-lH--<^X-r^yy'--/V-2--r^)-N-fcKn^ 
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(S)-2-T^y-4-[l-(3,4-^/^n^^^)-5,6-^^/V-lH-^^X^^^i/-/V 

(S)-2-T5/-4-(l-7^^WlH^yX^^)/-/W2-^/V)-N-tKn^>>^7^K 
(R)-2-T5/-4-(l-7^^/W5,6-^^/WlH-^^X>r^^^— /W2-^)-N-tKn 

(R)-2-T^y-4-(l-4-^^/W7ai^-5,6-v ? ^^/V-lH--<yX^$^y-/W2-^/W 

(S)-2-T^yH-(l-7ai-/V-5,6-v ; ^^yWlH-^yX^$y/-yV-2-^;V')-N-tKo 

(S)-2-T^/-4-[l-(4-^^7^^/V)-5,6-^^/WlH-^^X^^^y-/V-2--r/l^] 

[0092] (S)-2-T^/-4-[l-(4-^h^^7^^/V)-5,6-^^/WlH--<^XV^^y-/W2--r 
(S)-2-T5/-4-[l-(4-7/^ci7i=./W)-5,6-^^/P-lH-^<yX^^/— /V-2--Y 
(R)-2-T^/-4-[l-(4-^^/W73i-/W)-lH-^>'XV5^/— /W-2-^/V]-N-tKn=3r^ 
(S)-2-T^/-4-[l-(3-7;V^n^>'^/k)-5,6-v ? ^^-lH-^^X-r^yy-/V-2--l' 
(S)-2-T^y-4-[l-(3-=-hn7^^/V)-5,6-^^/V-lH-^yX-r^^y— /k-2-l7kl 
(S)-2-T^y-4-[H4-hy7/^n^^/^^^/V)-5,6-^^-lH-^^X^^^y 
(S)-2-T^y-4-(l-7^^7V-5 H— O-X^f^ ^-/W2-^/V)-N-t Kn 

[0093] (S)-2-T^7-4-(l--<^v ? /V-5 I 6-^^nn-lH-^<^X-r^^y— /V-2--T/W)-N-tKo 
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(S)-2-T^y-3-[l-(4-t-^^/V^>-^)-lH-^yX^^^y-/V-2-^]-N-fcKn 

(lO-2-T5/-3-(l-^/W-lH-^^K— ^-3-^)-N-tKn^^yn^VT^K 

(R^2-T^y-3-(l-^nfcVWlH->rvK-/W3-^)-N-tKn^^nt 0 ^-yT5K 

(R)-2-T5y-3-(l-^^/WlH-^yK-/V-3--( > /V)-N-tKn^iy7 P nt 0 ^-yT$K 

(S)-2-T^/-3-(l-^^-lH-^yK-/V-3-^/V)-N-tKo^rV7 B nb: 0 ^-yT5:K 

(S)-2-T^y-3-(l-yntVV-lH-^yK— /W3-^/V)-N-tKn^v/7 c ot°^-yT5K 

(S)-2-T^/-3-(l-^^-lH-^>-K-/V-3-^;V)-N-t:KDdrVXnt 0 ^-^T$K 

(S)-2-T5/-4-(l-^^/W5,6-^f-/V-lH-^yX-f^yi/-/V-2-^/V)-N-fc:Kn 

(S)-2-T^y^-[l-(2,2-^^/V^ntV^)-5,6-^^/WlH-^yX^^yy-/V-2- 

(S)-2-T^y-3-(l-^^rV/V-lH-^^K--/W3--f/V)-N-tKn^^^'nfc: 0 ^-^T^K 
(S^2-T5/-3-[l-(3-^^/^^)-lH-^^K-/V-3-^/V]-N-l:KndrV7 p nt 0 ^-y 

[0094] #$gPjKi^ ltnWb^»Srx BIJI^LTff^t^S^^IIR-CfflV^^^^-CtS. 

mit-rbv^ imwwj*. fcm&fwtJ*. mtcrvw*. mm&x*w 
tit. Gmmmmi*. mmm^^/u^^m. &tr/K&>m* tK^xr/K*/ 
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^y^y^v^y^M, -r7?vywfryffl&, ^ntftfygftlg, %WtM, t° 

[0095] m^mm^^t^fDm^m^mm^m^^o *&m<D4t 
xmi-i 

TymrTHFtm-To y^wtm^mmmu N-^^yy^^RWj^ 
y7kfa%)<DDMFmwi. w^rvy<D^/-/^mn^mmLx^mx*3- 

[0096] XSl-2 

imnu mxmistiz&mT^/m (n«i-3©^, p ,p imnzwmm&m 

1 2 

^/^/^^^k(^twsci^ibi-„ x m.mw£t°<Dm&nk Rm-\iv^y-<y 
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xai-3 

2 

2 

2 

Xgl-3^&h,fcf b^(ld)&DMF, *nPJjvW», ifcft^l'^ft^^BH&gl 

kbmu de)-e^tv5T5ymx Die, wscmmmfti?<Dffi&ffl. RmoBtKt* 

[0097] Xgl-5 

1 

GKM2) 

JBM2I£, 5«vi)©fc£* (iMSl^n^A J^«fe^*>5 
XS2-1 

fc»»U (2a)^$*LS#ttT5/l&( niil-4©«E8k P ,P ttitMS 

1 2 

[0098] X^2-2 

2 

P ^g-^/^^/Mh^^^/K^/V^C^TFmoc^S^^^^f^DMF, THF, 

2 

mmS^5-25%inx.T, gmTn~24B#^£J&^5^fc£«9P2£|&£U 
(2c)£#5 e 
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X@2-3 

xm2-2-C#b*t^b^«J(2c)Srr->'/Hb, b%WZT;V*M\&tto MZ-fc T 
*>/Wb©^fcli**b^(2c)£DMF, ^nn*M, ^b^V^^tD^B^gfr;: 
MU (2d)T^$tl^>^(R"ttT/^/V N Ty-/^, XttttA<tf**sA'm&?r\ 
DIC, XttWSCIifiBfeEft WiRg^J, &OTOBt*^©|b^JSr*Il^r^ia-C2-72 

S^KJ:*) g W©fb£4W2e)fc#3. 
XS2-4 

, ^S^^>^^/v#^S©#^(c«hy7/^n^^^(D^^ffl$ 
[0099] (§^#|3) 

X^3-l 

fc»»U (3a)T££*xS««TS>>Bk DlC^WSCI&gk&ft W^#J, 
HOBtft Wgj^J^Px.T^MT*2-72^^^«wi:tJ:J;«5 g Wtftfb^&Gbte 

X^3-2 

2 

P ^FmocS(D^{C«DMF, THF, m&^^&^tzMWmm*. tV*?^ 

2 

2 

[0100] X3S3-3 
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u (2d)-?m£tiz>mRizT/v*/v, Tv-/vm. xn^/v^y^m^-r), dic, 

#U $.tz(ZdWm?V74h*&T$mMft(X\*-C0CU -SO CU Xft-NCO£^-f )(D 

2 

X@3-4 

[0101] (i^0tj4) 
Xg4-1 

HOBt*if©«isisrin^Taa"C2-72«nBa#u tsb\mm&&WT-mfrirz> 

[0102] X@4-2 

xm-l-C#b^b^(4b)$rTi/7Hb, h&^ZT/is*Mk-fZ> 0 fllfctf, it 
£-&(4b)*DMF, ^nn*M, Jfrffc^l^ft£<^$^C®ii©U (4c)-C£&ft 
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xm4-2T»#e>tifc<b^^(4d){^LT^sp (Dti&. Rximwmm^m 

1 

[oio3] mm® 

X@5-l 

/v^>v;ws^^^utti-4(Dftic^m^M^tvy t cs©ic^'r), dic, 
xnmcmmm^(om^m.RmoBtt^(omm^xmux2-72mmm 

[0104] XS5-2 

X@5-lT*#e>tl/^b^(5b)^DMF, ^pd*;^, &»^>-ft 

bi/^***smzm-t), R^mit^-bv^ fcrn-t^^wmm 

(Dm^^K^T/^MtU ^t)(5d)£#3 0 
X@5-3 

Xm5-2T*#btV/t>fb^(5d)^^OWa^^^^b^?a-100 < CT*ld^72 

mmmw-tzzbtev g ^<o\^u^n^> 0 
xa5-4 
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[0105] (smme) 

XU6-1 
X&6-2 

2 

P flSavl^gOj&^fcttDMF, THF, lg^^V^i:VNof^^^^, *BMb^ 

2 

2 

IfefeU <b£4&(6c)&#5 0 
[0106] XS6-3 

t^^e> ry-^aB***u xtt^nssr^-t-), rv^M^ym. 

(6e)£#5o 
X@6-4 

Xa6-3T*#btLfc>fb^^(6e)(C^LT^SP10^*^^m^@ffi^^O§J«9 
[0107] (Mi£0iJ7) 
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are**. mmk^mm7<DE^nmm^m^mmir^o 

1 2 

s^pp7ivw» N dmf© zot^mmmmMu wscm$m. Homom&mw.* 
max «t5^ia9 @ ft©te^(7b)£#5 0 

XS7-2a 

Xm-lT^tlfc>fb^(7b)£DMF, ^Dn^VA, &>ffc^l/^ 
[0108] lH7-3a 

jM7-ix*nbtitc4\:&®mmm<D%mmzmMu ^-100^1-72^ 

mWlrZZtKXV g lft<^l^(7c')£#5o 
Xg7-3b 

Xm7-2bT*#^fc^^(7cO^DMF,THF^if(C^U7e)T^^il^EilS^ 
*fctt\ Xa7-2br*#^/c^-^^(7c')^DMF,THF^if{C^L(7e)T^^n^ 
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xa7-4 

2 

2 

2 

[0109] X=g7-5 

3 

XS7-6 

X@7-5-e#e,Hfc^^^(7h)^*5^S^^P P £I^B#> ^cte^tvejosn 

1 3 

ftmiS^c-rsrfcfciU @ Wo>fb^(70«r#5o 0H*.tfP ^Boc, P tm^;vm<D 

1 3 

1 

3 3 

[oho] m&ms) 

XS8-1 

XS7-3a^cfi3b-C#btlfc>fb^(7d)^*5fj-5P Sr»*U (8a)T*^$tt5T/W 

i 

/7K^^^^"7-hy^A^ifoil5n^I^fflV^R*^AU $e>^««» 

r 

TM&-2 

3 
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3 

3 

[0111] 1MS-3 

KlSifiU (7g)X»m£tlZ>0mt}!v*is/l'TVAP \Zm&<Dt&<Q\ DIC^WSCI*& 

3 

r 3 

r 3 

^mmm^om.m^m^^tKxmmm^^mxh'o, p ^ Boc> p 

r 3 

3 

[0112] CK3t0>J9) 
X@9-l 

rfiJR©(9a)*«**L^b^S:DMF, THF££©#»^K:»0IIU (9b)T^£;ft, 

-10 t C-100 < C{cfeV>T0.5-72NF^S^-f-?.^^J;«9 § WOffr£*(9c)£#3„ 
X^9-2 

2 

$J(9d)£#5 0 #|;tk£P ASTRA'S, T^/l^Ag^^kmi^-A^^ft; 

2 

2 

[0113] X^9-3 
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KmnU (7g)T*^$n5^tKn^^/VT^y(P tewift<Db£><9\ DIC^WSCI^ 

3 

Mmtk&WTXifcfr'tZZ.tKXV) g ^0^^(9e)^#^ 0 
X^9-4 

I 3 

±[zm^-r^t[zX^ g #JtfMb^(9f)£#5 0 0Jx.k£P ^Boc, P W^yvgo 

1 3 

3 3 

[0114] ($^J10) 

xaio-i 

e/^A^W^i^{C-10r-100^^^V^0.5-72NF^HJ^«r^^J:«9g 

#J<Z>te^tl(10b)£#5 o 

X@10-2 

XSl0-lT#f>^db^(10b)^^(t§^SP Zm3zirZ>Z.k\z£V) g #j<^t; 

2 

-S^(10c)£#3 o Mx.\tP ftT^^m. Ty;v^;v^(Dm^\rr^—^iKW. 

2 

2 

[0115] X@10-3 

X^10-2T*#^fc^^(10c)^DMF x ^nn*M, I{b<f l/^if©fli 
ifcfr-r5ZblZ.£V) g fttfMbl^3(10d)£#5 o 
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1^10-4 

1 3 

m&\zm£irzzbK£Qn&}<D4k&mioe)%nz> 0 m*.\*p ^boc, p m^/vm 

1 3 

Boc, P ^>-^g<D#^a**mte#ig^4\ '<?i??J»mm?P «rlfc*Ufc 

3 3 

[0116] GK&ffln) 

^^Jll^x^^b^C^^/VT^^^MtKn^^^^)^^ 

xan-i 

mjR^b^aia) (p ,p tta^^nss^u yn~h*m, *srm. 

1 2 

X&11-2 

xsii-i-e#b^k^(iib)SrT/va-/K r-feh^hy/^ifo^a^^ 

[01 17] Xail-3 

xmi-2^&bfrtcfcit®aid)\z&ttzimmp m^-r^tKx^o g w©^ 

2 

2 

Xail-4 

XSll-3T*#P>ttfc>fb^(lle)$rDMF, ^nn*M % ^fc^l^ftWW^ 
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V 3 

1' 2 

boc, p &^y*j/i>>m<Dm&\xt7kmk%®%,*, ^y^j^mmxp m^tc 

3 3 

[0118] (§£ig#|12) 
X^12-l 

^mM^m^xmux2-72mrmwu^mm^wrxmW'r^t^ 

J:9BW<^b^(12b)fc#5. 
Xgl2-2 

X@12-lT*#fetl^^(12b)^(tSP £B&±1-5^K:J;>9 @ m<0\\&m 
(12c)£#5 0 ^tfP^FmocO^fCteDMF, THF, mt^U^^tc^mW- 

uxn-2mmxmizirz>z.ktfMMz> 0 

[0119] X&12-3 

X@12-2T*#f>tlfc>fb^(12c)^THF, ;->Vt£¥<D^Wm®c* . (12d)T^ 

% i/T/*m<b^^^^hy^A^W51^J^fflV^R^A-t-5-i(^<t«9 a #Jtf> 
>ffcl^5(12e)£#5o 

Xgl2-4 
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[0120] GWM13) 
X@13-l 

(13a)r^$^miS^tKn^^W> ? ^(0iJ^{^WangV'v ? y, ttV&X'Wm* 

Tgfi^2~72l$ra&#-f5£fcfc:,J:0 g tttfMb^(13b)£#3o 
X@13-2 

^b^(13b)SrDMF, ^on^A, Jfifb^fV^fc^D^BH^KlBjBU (4c)-0& 

(13d)£#3 0 
[0121] XS13-3 

Xai3-2T*#^fdb^tl(13d)^l-30%^tKn^>'/VT^(D^/-/l', THF 

^ommmmmibBL&ttzz&zM g w©*b-£«wi3e)&#5 0 

XS13-4 

xmi3-3^b^b^(13e)tC^lt5»|8SPl^^i-5i^^J;0 g fiWb 

&£ffrB$*5^i:«W g ft©fb£^(13fl£#5::fc#-CtSo 
[0122] ft«3SW©^b^Sr^tfia^<ft»!:ov^KM-r5o #3&W<B*r&fb^B\ 
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mm, AGE^m^mmmomm, ATt^mzm^zmmmjm>. zbwm&R 

mm, m^m^mmm, <%m, mmmitm, mrnmtm, &^m, mmm, mmm 
mm, mmm^m^m^mmn^mm, r^v-^immmkm, 

-^tLx^^tix^mm<D^, AVfemmkLx^mxhZo 
[0123] ttft, mmsm&mitt. mmm^mm, Mwmmmm, m&&mm, * 

m. mmftmnm* m^mwmmmmm, Rxmmmm^wpmt^^h^ 

irf-wtk. mm, mm\, mm\, mm, mmm, %m, h^-^m, wm&m 
mmtm. ^j^y/vm, %m, vu+sm. mm, mnmtawmmxmm'rz 

Km&xmBmtex&m&fflit*. mmmm\, fcm&mk mm^x 

muMa, jmmk mmu mmmmi, mmm, m 

mm, %<tm, &mm* *-^y?m, %-mmm\, ^mi&mm, & 
mm, mmm, mmm, mm\RTfmm\te¥%m^5zt&x%z> 0 tit. 
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[oi24] Aft&Mt&trs^ a** sun awtf-H^ mm. fy^y, m 
m*JA&v*. **vy, mMi-tefrv-x, wmftwrnm. ^> 

vyf, zf^mWL. "fyfy^L, -VyJ-ymm. XAs&Hs&AstA'n—^ 

yttv^vyyjvvtymmktt'r^ y^v^m-thv^^, xrTyyjgfce; 
mm. ?W)y, *ryzfyt£¥<Dwmu fy-fy, **vy, ^ybi-^K = 

cx&kzak £mj&to$o. i-ioofift%,0*u«o. 3-3om*%a 

■£<0*§£\ $Al 0 ^tdOO. l-5000mg, 0£L<&l-lOOOmg, ^iPg^O 
$A1 0 ^fc«90. l-1000mg, &£L<fc£0. 3-300mgtf>^|gftT\ 10- 

nisfettiRiii^^ttTS^'t-s, ^5Aa &*msm*<o$iWx%m- %<dx, 

o 

[0125] £fc, ^W©{k^^lS^J^UT^ffl-r5#^, 0. 05W/V%-5W/V%O^IS 
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looMgfl-efcSo 

m \mm-r^bhx^. $t&\mtovx®imirzz.bbx%% 0 
ffim<DmfeZMmirz>h<Dx\zt&\ 

[0126] mmmi) \iYn*i'/\'T^O-Wft2-9vnYl)^vyv<D&f& 

miSO^y^f-^^fi^2-^nnhy^/VW>?Xl00-200mesh,1.25mmol/g) l.OOgSr 

^y8.88ml^^^^/^T5K20mHC^LfcS^^^P^Co^?a^27^^M 

Mbfc^, mwzm^xuiK'ZDMF, ^-^xmnkmwv 
ssjiufco &wr\ ^zm^/isT^-*#;-svm&*toKxmMX2mmiM 

^^/uxim^^nmir^biz.xmBou^y^ntc. 
[0127] (HJfe0!|2) N-Boc-^^^^kKn^f-^-hO-mj^2-^nnhy^/Vl/v?^(D^ 
fife 

H!60!l 1 (-T^J&Lfcl/vVl .006g(l . 25mmolfB ^)&£JS&Sfc: A*U DIC 
0.962ml(6.25mmol), HOBt 0.844g(6.25mmolX rfjfl£<DN°-Boc- 5 -^y^;WL- 
^/W^ 2.108g(6.25nunol)^D^T^M-e3 9 lfflS$Ufc. 

i^v?y^oo*M/^y-/v, dmf, /k thf, ^dp*m, 

lmK THFlmK lmol/l^K^b^hy^ATK^lml^P^T^mT^O^ra^^LfCo 
Rf&BTfU US^SflHI/THF, m&/*fiS-A'. mm/DMF, DMF, *?/-/K 

[0128] (HiS^j3) (S)-2-T^y-4-[(^7^1/^-l--r/^^)T^/^/V#^/^]-N-tKn^r 
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mMM2X*'&btltcUi/yl,Z.DlC 124mg(0.65mmol\ HOBt 87.5mg(0.65mmol)£^ 
MLtzDMF ZnAZMZMMUzM fCl-^7^/M^T^^102mg(0.65mmol)^q^ 
, ^UXn^mMW^tCo SlS^T^vVSrDMF, /K THF, ^nn*M 

<D4k&!%<DhV7s\'*vffimm4.2mg%&&®fctLXmtz < , 
MS(Fab,Pos.) : m/z= 302[M+H] + 
[0129] mM&h) (S)-2-T5y-4-(4-t-^^/Vy^^/l^T^y^7/V^^/V)-N-tKn^iy^f- 

l-'T7?-/V^/VT^XDttt> v ) KA-t-^/PT^.]) ^97.0mg(0.65mmol)^ffi V ^X 

tLxmtc 

MS(Fab,Pos.) : m/z= 294[M+H] + 
[0130] (HJfe#|5) (S)-2-T^y-4-(4-7/^n^^/l^T^y^/V^^/V)-N-t Kn^r^^- 

l-^7^/M^/WT^^ft^»9{C4-7/^n^^/VT^^81.3mg(0.65mmol)^ffl 
V>T^0y3^|^#©#^^^|5(D^^(Dhy7/^n^^9.2mg^efe@ 
fttl^XmtCo 

MS(Fab,Pos.) : m/z= 270[M+H] + 

(S^2-T^/-4-(4-t-^f-/V^^^T^/^/V^^/V)-N-tKn^v/^ 

l-^7^/M^T^^Oftt)9{C4-t-^^/^^/VT^^106.1mg(0.65nimol)^ 

m^^xmmm3tmm<Dm^n^^mid<Dit^(Dhvy^x2mmm6.omg^ 

MS(Fab,Pos.) : m/z= 308[M+H] + 
[0131] (MMM!) (S)-2-T^y-4^^n^^^T^y^/^^)-N-tKn^v-^7^K 
[^^#JNo.5]0^ 
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MS(Fab,Pos.) : m/z= 244[M+H] + 

f-95KWb#*No.6]©#fifc 
\-^7^>V^)VTXyV>'ftb } 0 \Z2,2-^y^;V^;VTVy\ 19. lmg(0.65mmol) 

MS(Fab,Pos.) : m/z= 342[M+H] + 
[0132] (^jfe^j9) (S)-2-T^y-4-(t°y^^-2-^^^/l^T5/^/^^/V)-N-tKn^^ 

\-^y^)V^}VTVs<D$$P> } 0 ^2-t ,, 3y/VT^W0.3mg(0.65mmol)^ffi V ^T|lii 
^j3i|^^<D^^fTV^E(0^^^hyy/^n^^l8.9mg^afe@^LT 

#fc 0 

MS(Fab,Pos.) : m/z= 253[M+H] + 

(HJfe#!llO) (S)-2-T^y-4-(N-^^v ? /V-N-^^T^y^7/^^^/H-N-tKn^rV 

\-1-7^;\>^;vTKy<niW0 Kn-^y^jv-n-^;vrKyn.%m (o.65mmoi) 

MS(Fab,Pos.) : m/z= 266[M+H] + 
[0133] (rnmmu) (S)-2-T^y-4^^^/vr^y^/^-/V)-N-tKn^^^7^K[^ 
^No.9]©^J& 

l-^7^/^y^/^T^>'<Dftt>D^-^^/^T^^47.5mg(0.65mmol)?rfflV^T||^g 
^j3^^O^^fTV^|EO^'a-^^hy7^n^^3l.0mg^e^@^LT 

MS(Fab,Pos.) : m/z= 2l8[M+H] + 
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MS(Fab,Pos.) : m/z= 230[M+H] + 
[0134] (S)-2-T5y-4-(ry^^^y-l-^T5y^/^^)-N-tKD^v'^ 
^75KWb^No. 1 1]<D^J& 

l-^7^/Mf-/PT5yOf^t3|9^1-T$yTy^y^^98.3mg(0.65nimol)^fflV>T 
ll»d3tl^^^^^E^b^Ohy7/V^-n^^9.5mg^fi^@^^ 

MS(Fab,Pos.) : m/z= 296[M+H] + 

(Mmmu) (S)-2-T$/-4-H^^T^y^/^-/V)-N-tKn^i/^^7^KMb 
^$)No.l2]<E>^J& 

^j3^l^^^^m^E^b^^hy7/V^n^mi3.4mg^efe@^L-C 

MS(Fab,Pos.) : m/z= 252[M+H] + 
[0135] N^Boc-^/V-^^fcKn^^-hO-a^-^nnhy^/VU^^^ 

^^JlT#^^ctKn^^-hfe^l/^yi.98g(2.50mmol^^)^S^^(- 
A*K WSCI 1.197g(6.25mmol\ HOBt 0.676g(5.00mmol) > TfTflK<Z>N° 

-Boc-N^Fmoc-^/W-^y 2.270g(0.625mmol)^P^T^^' : PT*24NF^^MUy t Co 
RJ&mT&. tm&faZs l-^SrDMF lmol/l*filfcjcJ&8u THF, 

(nmmiG) (s)-2-r^/-5-T±^T^/^y^M^ruyh*^^>T^nit 

3^No.l3]©^fifc 

H16^17-e#e>*UfcV'^l 16mg(0. lOmmolffi ^)££J&^3&K W©920%fc°^y 
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, ^/-/K THF, ?uvftsVJ± s ^—^(DmVfc&LtCo ZtlWNSCmmWL 
57.5mg(0.3mmolX HOBt 27.0mg(0.2mmol)&^j?LfcDMF 2mUCg^ 
12.1mg(0.2mmol)^P^T^a-e7^^MMLy5:o EJfcfeT&, tm*\&^i?>% 
DMF, /K THF % ^nn^/VA, ^-xA-Ojii-eSfc^Lfco Z<DU^y[zzm>Y]) 

24.9mg^a^,@#:i:LT#/c 0 
MS(Fab,Pos.) : m/z= 190[M+H] + 
[0136] mmrnu) {S)-2-T^/-^^/y(;vr^/^d'Mv^yyY\lYvi^yT^t 
^No.l4](0^ 

i^ofw ^^m#^24.4mg(o.20mmoi)^fflv ^xmrnmietrnm^m^n^ ^ 

MS(Fab,Pos.) : m/z= 252[M+H] + 

(2l»!ll8) (S)-2-T5y-5-(4--hn^y^/VT^/)^^y^5/^T^KtKndr 
VT^K[^#JNo.l5]tf><£$ 
@^<£>ft:b«9 £4-=hn£S#^33.4mg(0.20mmol)£ffl V ^T^Jfe0»J16i:ITO<Djft 

MS(Fab,Pos.) : m/z= 297[M+H] + 
[0137] (^#119) (S)-2-T^y-5-^-^b^y^/VT±^T^/)^>^My^T^yh^ 

^<Dft^•9^C4--h^7^^^^36.2mg(0.20mmol)^fflV^T^ffi^Jl6^[^^|(D 

MS(Fab,Pos.) : m/z= 311[M+H] + 

(HWJ20) (Sy2-T%;-S^7*VV-\-4;V-%;VTfs~;VT^A^?;jy?T*s 
5/KtKn^i/T5:K[>f^tlNo.l7](D^ 
S^cDfW (Cl-^^l/>-^^34.4mg(0.20mmol)^ffl V ^XMMmetm^<Dm 
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MS(Fab,Pos.) : m/z= 302[M+H] + 
[0138] (MMM21) (Sh2-T^/-5<i-y^U>-2-^/V-^/V^/ur^/)^^My^T^ 

MS(Fab,Pos.) : m/z= 302[M+H] + 

n^->T^KWb^No.l9](D^ 
@»£>ft;b«9 ^^^n^^ri//V^28.4mg(0.20mmol)^fflV ^X%Wft\ShW&<T> 

MS(Fab,Pos.) : m/z= 272[M+H] + 
[0139] iMWSm) (S)-2-T^/-5-(4-^nn^^^/VT^y)^^^/^y^TiXyKfcKndr 
^TSKKt^No.20]<Z><&$ 
^<Dft^9^4-^nn^S#^31.2mg(0.20mmol)^fflVNT^«Jl6^|^#^ 

MS(Fab,Pos.) : m/z= 286,288[M+H] + 

(2l«J24) (S)-2-T^/-5-^7^^T^^/VT^y^^y^y^TVyKtKndr 
iXT^KMk^^No.21]©^ 

^©ftfc>W^:7rf/Vg^42.4mg(0^ 
£*TV ^ia^b^Ohy7/^n^j^l3.5rag5r S£@fl^LT#7c: 0 
MS(Fab,Pos.) : m/z= 342[M+H] + 
[0140] (^ife^!l25) (S)-2-T^7-5-(2-tVni^yV-4-^T-fe^T^7)-<^^/-r5'^TiX 
5/KtKn^rv^T^K[^^No.22](D^ 

@»£>ftfc>«9 £4-:7^/l^m#^39.6mg(0.20mmol)£/B V ^Hlfetfil 16£ 
^^tTV^IE^b^<Dhy7^n@^^16.7mg?refe@#:ibT#fc 0 
MS(Fab,Pos.) : m/z= 342[M+H] + 

(^Jfe^j26) (S)-2-T^7-5-(3,5-^-t-^^7^^^T-fe^^T^y)-<^^y-r^^ 
T^KtKodf>'T^KWb'^^No.23]0^ 
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MS(Fab,Pos.) : m/z= 364[M+H] + 

WtWHOffibQ fcfcV Vl^20.4mg(0.20iiimol)£ffl V >T||li^J 16£ |^$ltf>glf£<HTV ^ 

MS(Fab,Pos.) : m/z= 232[M+H] + 
[0141] mMm2S) (S)-2-T$/-5-^7 p nfcVVT5/^^y^y^Tv'yKtKn^^T$K[^ 
-^#lNo.25](D^ 

^ii^Jl5^#bttfc^^yi50mg(0J3rmol|@^)^^^^^ft^920%fc 6 ^y 

^yDMFmmmi^Mx.xsmmum.vtco k^t^ i-^^dmf 

, THF, ^nmjvl^ 3>-< r/VOjd"e^Lfc 0 ^*v£THF lmUcML 

7°nt°^T/VxtK37.8mg(0.65inmol)^P^,i/T/*^^^^^hy^A 

40.8mg(0.65mmol)^^^0.05ml^^L^^y-^lml^P^T^?aT*22^rf9 

jaufc. KmmT&, mmzv&t^yzDMF, thf, ^qo^m, ^ 
{z.xmte.oit^m(Dhvy^timmm7.2mg^&^m^t\.xntc <> 

MS(Fab,Pos.) : m/z= 232[M+H] + 
[0142] (mMM29) (S)-2-T^y-5-^^^/VT^y^^y^y^T^KtKndr^T^K[ 
it&WNo.26](D&f8 l 

^^t o ^T/^xtK<O^^9^LTWf:^T;^7 f tK56.0mg(0.65mmol)$^ffiV^-C^ 
Ji0iJ28tl^^O^^5-^^J:«9^IE(D>fb^Ohy7/^n^^4.2mg^efe 

MS(Fab,Pos.) : m/z= 288[M+H] + 

(^»J30) (S)-2-T^y-5-V^n^^T^/-<^y^^T^KtKD^rVT^ 
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K[fc£*bNo.27]©£# 
^^t o ^^T/^7 ^ tKOft^^9^LT^^^i^y>63.8mg(0.65mmol)^fflV^T^ 

MS(Fab,Pos.) : m/z= 230[M+H] + 

tKn^>T*KWb^No.28]©^ 

•f n fc^T/Vx t KOftbD fcLTfcl/t p-h/WAT/Vx tK78. lmg(0.65mmol)^ 
ffiv^T^ife^J28^|^#(D^^^f5^^^-J:9^l2W'^b^(D^y7/^^^^^ 
3.6mg£ £ @^irLT#/c 0 
MS(Fab,Pos.) : m/z= 356[M+H] + 
[0143] (^Jfe0U32) N°-Boc-4-T^/7^^T7-ytKn^f-^— hO-^2-^onhi;^ 

^^Jl^#^fcl^^L31g(1.63rmol^^)^^^^A^WSCim^ 
1.25g(6.53mmol) x HOBt 0.869g(6.43mmolX rffIgcDN 0 -Boc-(4-N-FmocT$/) 
7^-/VT7^^2.27g(6.52mmol)^Px.T^^t?72^^Ml[LfCo £)&ii&7^ & 

^#7K, ^/-/K THF, ^on^A, ^i-^T'^Lrto ^l/v^£$£j^, 

[0144] (Hife0ij33) (S)-2-T5/-3-(4-T^f-/VT^y7^-/l^)-N-fcKcrdr^7 P nt 0 ^-VT^ 
Rtfb^No.29](D^$ 

lliS^j32T'#^tl//i^>'130mg(0J2mmol^^)^fc o y^linl, ^notfvKMmlv 5 
p<^/VT^/t 0 y> ? >'73.3mg(0.60mmol)<0^'a-^ N 0*11^6 1.3mg(0.60mmol) 
SriD^., 0 HflMLfc. KJ£fcT&* V^fcDMF* ^/-/W 

, THF, ^nn$M, #nxii1vVJ*/*#;—jvm&WL, ^—T/wmvVc&lJto £ 
(DW^(C3()%hy7^Dg^^^Dn^/VAMe^P^.T^M-e2Np^^LfCoS 
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MS(Fab,Pos.) : m/z= 238[M+H] + 
[0145] mMM34) (S)-2-T^y-3-[4-(4-7«^-<^^/V')T^y-7m^^]-N-tKndri/ 

M*g^^^ftt3t)tLTp-^/W/^^^7^K92.8mg(0.60^lmol)^fflV^T^ii^J33 
^l^#©^(CJ;9^|a^b^^hy7/^n^^3.3mg^a^@^i:LT#yc: 0 
MS(Fab,Pos.) : m/z= 314[M+H] + 

(S)-2-T^/-3-(4-/^lxn^/VT^/7^^)-N-tKndr^7 P nt°^-^T 
^KW^tlNo.31](D^ 

^7K^Oft^9^br^^^7^K72.3mg(0.60mmol)^fflV^T|l^6^J33^|^ 

MS(Fab,Pos.) : m/z= 280[M+H] + 

(MMM36) (S)-2-T5:y-3-(4-tV^nxf/VT5y7i^/W)-N-l:Kn^^7 P nt: 0 ^-^T 
^K[te^No.32]<D^/& 
^*S^^ftt>9^LTtV^^^n^K72.3mg(0.60mmol)^V^r||»j33i: 

I^^O^^J;l9^lE^k^(Dhy7/^n^mi7.8mg^a^@^LT#yt, 
MS(Fab,Pos.) : m/z= 280[M+H] + 
[0146] mMMM) (S)-2-T5:7-3-{4-[2-(4-7/^n7^/V)Tir^/VT^7]-7ni^ 

^*^^Wftt39^LT4-7/^^-^^S#^^7^K95.1mg(0.60Inmol)^fflV^T 
^^j33^|^^O^^J;^^|E(7)>(^^(7)hy7/^n^^l8.6mg^e#.@#: 

MS(Fab,Pos.) : m/z= 332[M+H] + 

(3IWJ38) (S)-2-T^/-3-[4-(h/^^-4--r/^V^^T^7)7ni^/H- N-fcK 
n=^ynfc 0 ;t^T^K[>fk^No.34]<D^& 
M7Kg^^ftfc>'9^bT4-h/^^/W/jN^^n7-rKl 14.4mg (0.60nunol)£ffl V > 
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MS(Fab,Pos.) : m/z= 350[M+H] + 

(^»il39) (S)-2-T5/-3-[4-(4-h!;7/V^a^/V73i=/V^WK)73:^]-N- 

@^i£20.5mg£ 6 £ @ft£LT#7t, 
MS(Fab,Pos.) : m/z= 383[M+H] + 
[0147] (^ig0!J4O) (S)-2-T^y-3-(4-^h^r^/^-/WT^/7ai^/V)-N-fcKci^:/7 s a 

il7R^^f^^«9^Lr^nn=¥^^56.7mg(0.60mmol)^fflV>TllJfe^J33^l^ 

MS(Fab,Pos.) : m/z= 254[M+H] + 

(^Jfe^j41) (S)-2-T^/-3-(4-v ? ^1 1 /V'T5y^/W^^/V-7a:^/V')-N-fcKn^iX 

^7Kl^^^ftt?!9^br^^/V^/W^^^O7^K64.5mg(0.60mmol)$rfflVNT 
^^J33il^^^^i0^IB(D>fb^^hy7/^n^ii7.0mg^fi^@^^ 

MS(Fab,Pos.) : m/z= 267[M+H] + 
[0148] (2IMJ42) (S)-2-T^y-3-(4-v ? 7 P nfcWT^/-l-7a:^/V)-N-fcKndr^7 P afc' > ^- 

^M^J32-C#ib^cl/v : ^140mg(0. 13mmolffi ^)^THF lm^^U/nt^T 
/VxtK37.8mg(0.65nimol)^n^, i/T/7K^^^^^^hy^^40.8mg(0.65nimol)S. 
^^0.05ml^^Lfc^^y-/Hml^Px.T^T*2 0 mMWLhtZo SJ&^T^ 
, ^?&£l&#l/v ? V£DMF > ^*/-/K THF, ^on*/l/A, oi-^/K^JIiT^^L 
yh 0 ^Ol^^^3()%hy77V^n^/^nn^i,^2iiU^n^^?ar-2^^m# 
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MS(Fab,Pos.) : m/z= 280[M+H] + 

(S)-2-T5/-3-[4-(4-^^/V^>^/V)T5:/7a:ri/V]-N-fcKo^^7 P n 
t 0 ^-^T^K[{b^No.39](D^ 
7vt 0 *>T/l>^KV<DttfrVbLXp-Wl'4/l'T/V^\iV78. lmg (0.65mmol)£ffl V ^ 

tLxmtco 

MS(Fab,Pos.) : ra/z= 300[M+H] + 
[0149] (2lifc#|44) (S) -2-T5/-3-(4-^hD7^^)-N-fcKn^iX7 p nt 0 ^T5K[^'^ 
4£lNo.40]tf>-g*J& 

^ife^JlT^^/cW^lOSmgCO. 13mmol)+B ^ K rfrfl£(DBoc-4--hn:7 x.~;VT 
7^201.7mg(0.65mmol) x HOBt87.8mg(0.65mmol) x RlM/SCUMMM 
124.6mg(0.65inmol)£DMF 1.5ml^^L^JS^^P^, £ia-C21l#KJggLfco 

&i&mT'&, w^^dmf, ^-y/vxm^v 

mMLtz 0 Ej&t&T®. mmvxnbfitcmm^^y^m^Ltzytiti^/PM.^ 
■^xmrnzmnu mn^mm^m^yMzx^x^^^tKx^), mmo^ 
WKDhvy/isjrvmmm ijmgzmn&®fttvxntc 0 

MS(Fab,Pos.) : m/z= 226[M+H] + 
'H-NMRCSOOMHz.DMSO-d ): 5 = 

6 

3.11(1H, dd, J=13.4,6.8Hz), 3.15(1H, dd, J=13.4, 6.4Hz), 3.83(1H, m), 7.50(2H, d, 
J=8.0Hz), 8.22(2H, d, J= 8.0Hz), 8.36(2H, brs), 9.32(1H, s), 10.99(1H, s). 
[0150] (MMM45) ^Y^y^;vry^>}iYn^^YO-^m-yxixiY^;vviy^ 

mmmixmhfitcu^yimgii.3nmom^R^m^Ati, dic 0.397ml 

(2.3 mmolX HOBt 0.262g(1.94mmolX S.U ? rfT|g(DN°-Fmoc-4-^hn>'ji^/VT7— 
V1.02g(2.3mmol)^PXLT18^^^ gM^E^T^— T^MUt, Rfom 
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DMF, THF, ^PP*;^^Lfc. Z<DUi?yK 

25%t°-<y^/DMF lOml&bnfcT, lftHQSttUti J&lfcSrlfct, 1^ 

^SrDMF, ^/—/K THF, /K trm-fav^ ^Pn*M, 3i— 

[0151] (Hi£#|46) (S)-2-^^^T^y-3-(4-^hP^rii^/V)-N-tKn^>y7 P nt: 0 ^-^T5: 
KWb^No.41]<0^ 

^J6#j45^kft,fcl^yi50mg(0. 15mmotf§ M§)£*nP*/W>>2mlfc®i$©U 
XT/VxtK79.6mg(0.75mmol), ^l/^^7-v—^ji4^Px.4.5NF^^ML^o 

lmU ftj!ip<*/-/Wml£;(jn*., $b^7K^*^^hy^l7.0mg(0.45mmol)^P 
jtr£»?2 0 HHf^Ufc. KJS**7&, l^SrDMF/*, DMF % 

THF, ^on*M, x-f^ftftitlft. ^^10%hy7/V^n^/^ 

b-C#fc 0 

MS(Fab,Pos.) : m/z= 316[M+H] + 
[0152] (HJ6fj47) (S)-2-(t 0 y^-2-^/M^/V)T^/-3-(4-^hn7a:^;k)-N-tKn^^ 
7 P nt°^T^K[^^No.42](D^ 

^XT/V-r tK^fW f^-fc^^/l^T^x fcK80.3mg(0.75mmol)£ffl V *T 
^^46^[^^(D^^V^|BO^^(Dhy7/^n^ig9.3mg^^@ 

MS(Fab,Pos.) : m/z= 317[M+H] + 

(S)-2-7 P ntVVT^/-3-(4-^hn7^^/H-N-t:Kndri/^ , nt 0 ^-^T^ 

^VXT^xtK<Dftt3«9^7 P nt o ^T/VxtK44.3mg(0.75mmol)^ffiV>T^ife 
^6il^^^^m^fB(7)^^<Dhy7/^n^^8.0ing$r^^fe@^^L 
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MS(Fab,Pos.) : m/z= 268[M+H] + 
n^^T^KWfc^No.44]©^ 

MS(Fab,Pos.) : m/z= 322[M+H] + 
[0153] (mi&nsO) (S)-2-^y^nfcVVT^y-3-(4-^hn7^^/l^)-N-tKn^>/7 P nl:°^-^ 
T5Kttb-&*No.45]0^ 

Hlfe^|48T*#e>tb7 % cV'^150mg(0. 15mmolffl ^)S:ft*|^nnjJ>/VAlml, «P£$M* 
>>— /WmUdBfflU Tirl^43.6mg(0.75mmolX V7 /i^Mit^M^Y^^ 
47.1mg(0.75mmol)^P^-C|^^^i«9pH^4^^L-C^m-e2 0 mMWiUZo Ztl 
^20%hy7/^n^/^nn^A^2ml^P^T^mT*2^^MML7toMji{C 

MS(Fab,Pos.) : m/z= 268[M+H] + 

(S)-2-^n^v'/V'T5y-3-(4-^hn7a:-/V)-N-tKndrV7 B nfc 8 ^- 

T^h^<Dft^9(-^o^^yW3.6mg(O.75mmol)^ffiV^llii0y5O^|^^(D 
^^tTV^fE^b^Ohy7/^n|^^51.7mg^^@^^LT#fc 0 
MS(Fab,Pos.) : m/z= 308[M+H] + 
[0154] (3£3&#|52) (S)-2-(l-^^/Vt 0 ^yv ? ^-4--f/V)T^y-3-(4-^hn7^^V)-N-tKn 

T^^^(Dftt)9^1-^^/^t o ^y^-4^84.9mg(0.75^lmol)^fflV^T||^J50 
il^^(D^^m^fE(D^^#I^hy7/^D^^78.2mg^^@^LT 

MS(Fab,Pos.) : m/z= 323[M+H] + 
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rff|R<DWangl^^^y^U^fi^ 100-200^yv^ x DVB 1%) 2.01g(2.20mmol 
*B^)£DMF lOmHdKSIU rff|g(DN 0 -Boc-^niy>'1.253g (4.40mmol) x HOBt 
594.7mg(4.40mmol)> &tfDMAP 41mg(0.33mmol)^Px/Co ^fcDIC 
510ml(4.40mmol)£;&n;tT£irCl 0 BBg&Lfc. £jS&7&, KJ&BftfltBiJU 

SritgiJU 5%^i-^nn^^, ^no*;W^;-;^, DMF, 

[0155] miMM54) (S^-T^y-N-fcKn^V-a^-^^^/V^^i^/H^nfc 0 ^-^ 
TSKWfc^No.48]£>^ 

HWJ53"C#b^cW^200mg(0. lSmmol+B %)%h])7*~/^X7jy 126m 
g(0.48mmol)(DTHF/^PP*/Wx(=l/l)^ 2mlK:SSiBU y^tt-ATA**— >\> 
58.6mg(0.48rmol)^T^v : ^f-/VT)/^/V^V^(^T. DEAD£fE"t") 40%h/V^y 
^0.22ml(0.48mmol)^Px:T^m-e28^P^jt#LfCo SJES»*4tS'J 
U DMF, THF, ^po*/W^/— /l^g, ;VX* 

}5fc*!K ftflfeUfco r^{C12.5%tKndr>'/VT^^(DTHF/^^y-/V/7R(=2/l/l)^^ 

muz,, ^qmmziMhvy/^vffim/pvvx/^mmzMx., m&vmmm 

MS(Fab,Pos.) : m/z= 301[M+H] + 
[0156] (^ife^|55) (S^2-T^y-N-tKn^^-3-(4-7 p ntV^^rv'7^^/V)^Dt 0 ^T^ 
KWb#4feNo.49]©-frrt 
7x^W/V3- /Wftt3«9i:LTl-7 P n/-?y— yV28.8mg(0.48mmol)^fflV^T|l 
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MS(Fab,Pos.) : m/z= 239[M+H] + 

(H160956) (S)-2-T^7-N-tKn^iX-3^4-[2-(^/V^y^-4-^/V)^h^v']7^ 
7^^;VT;\'^~;V(Dftt>ybVX2-^;V-fo)) /V63.0mg (0.48mmol)£ffl 

MS(Fab,Pos.) : m/z= 310[M+H] + 

[0157] (^»J57) N°-Boc-^n^ytKn^^-hO-fe^2-^nnhy^/Vl/v?^^ 
^^JlT*#bn7t^^l.91g(L93mmol^^)^rlT|SON a -Boc-^n^>' 
1.360g(3.86mmol) x HOBt 652mg(4.82mmol)£DMF10mll;:^Ufc^$}£i^LDIC 
0.74ml(5.79mmol)^Px.fCo mMX*Z 0 RIJMUfc. RfomTfe, EffcmZmUU 
DMF, /K THF, ^nntf;/!^ ^PD*;^^/-;^i, ^rc^/i^— s r 

frl&cfc, fflkLfto rtlt^y-^5ml, THF 5mU lmol/l*^b^hy?A*i« 
5mlS:ilPt.'rSjftT?24l^ra»Lfe 0 V'v ? >'2rgm/^/-/K 7K 

/DMF, DMF, /K *nuaM^ ^-7VVTi5fc#U ^iEOWvV£#fCo 

[0158] (2d£#|58) (S)-2-T5y-N-fcKn^i/-3^4-^/V^^7rn^)^nt 0 ^-VT5K 

^^l57T*#e>tl/y u cl/> ? y200mg(0. 19mmolfB ^)^DMF2mL&.tf T^t^hy ^ 
(60%) 15mg(0.38mmol)^P^^?aT*40^^^#bfCo ££t£3?fb:/*>' 
69.9mg(0.38mmol)^tb j etV*PX.T^M-e23I^^^LfCo £/Si&T^ *&ltt£l& 
§\ US^fcDMF/*, ^nn*;l/A/^-;K DMF, 

THF, ^nn/JvW^ x/VT^#Lfe 0 ;Lftf;i25%hy:7/l^n@^^np*/W^ 

E©'fb^<Ohy7/^ng^^3.9mg^H^ 1 @^tL-C#7 v Co 
MS(Fab,Pos.) : m/z= 253[M+H] + 
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[0159] (|Si£0ij59) {S)-2-T^-n-\iY^i^-Z-{^>^;V^i/y^;V)^n\i^vr 

MS(Fab,Pos.) : m/z= 267[M+H] + 

H^^^V(Oftt?«9^LT4-7/^n^<V^/^n7^K54.9mg (0.38mmol)£ffl V ^ 

MS(Fab,Pos.) : m/z= 305[M+H] + 
[0160] ($3&mi) (S)-2-T^/-N-tKn^^-3-[4-(^7^WV-2-^7<^^^)7a: 
^/V]^'nfc p ^T5KWb^No.54](D^ 

3^^^^(Oftt>t)^LT2-^7^U^^^n7^K67.1mg(0.38mmol)^fflV>-C 
^#j58^#0&f1s£fT?^^^ 

MS(Fab,Pos.) : m/z= 337[M+H] + 

(HJfe#|62) (S)-2-T5/-N-fcKn3r V-3-[4-(2-^n n^/SM^^a^A']:/* 
fc°^T^KWk^No.55]<D^ 
3^^^^0ftt>«9^LT2-^on^^/^n^K61.2mg(0.38mmol)^ffiV>-Cll 

MS(Fab,Pos.) : m/z= 321,323[M+H] + 

(HiS^J63) (S)-2-T^y-N-tKo^^-3-[4^4-hi;7/^n^^/l-^^/V'^-^^) 
7*=i/l/]^nfcr^T5KMb'8^No.56]0^ 

^m^xmmm58tmm(D^^n^tizxmm<Di\:^<Dhvy^^mmm 
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MS(Fab,Pos.) : m/z= 355[M+H] + 
[0161] (H{{&#|64) (S)-2-T^/-N-fcKo^^-3-[4-(2,3,4,5,6-^^7/^n-^^v ? /V^- 

mmol)£ffl^Tllife0fl58t|ig#^ 
MS(Fab,Pos.) : m/z= 377[M+H] + 

(^Jfe^65) N-Boc-hy^h7T>'tKn^^~hO-fe^2-^nnhy^/VW^^(D^ 
fife 

0.577ml(4.8mmolX HOBt 0.844g(6.2mmol), JkTfii&1R<DN a -Boc-lf-ft/l'V>h})'7 
V7rV 1.262g(3.61mmol)^nx.-C^^-e20NF^MmLfCo 

, DMF> THF> 7*/— /K ?w*/l'J»X*$tifrU f&4&Lfc 0 ^fCDMF lOmLRlW 
7^l7K^^l0.5ml?r^P^T, 4WHW«ibfc. KJ£»7fc, mmZ&%. Wis* 
DMF, 7*/— /K THF, ^no*M, 7*/— /K ^od^A, ^ 

[0162] (HJS^66) (S)-2-r^-3^1^,4-^7Ac*T3^<>^y!0-lH->r>'K— A^A-^M 
-N-fcKndp-^iatf2l->'T$KWb^feNo.58]©^ 

^»j65-e#btvfcW'v ? ^150mg (0.13mmolftS)&DMF3mlfc:fiHBU fc&ti'V 
A84Jmg(0.26mmol),2,4-^7/^n^^/V^n^K53.8mg(0.26mmol)^ax.-C 

THF, ^pd^M, 3i— ^/V-Cft^Lfeo ^tv{C30%hy7/V^-n^/^nctj}N/VA^ 
^2ml^Dx.T^MT*2NF^^UCo ^ii^«t«5#e>ttfc^^V-^^^^L7t^ 

MS(Fab,Pos.) : m/z= 346[M+H] + 
[0163] mMmw) (S)-2-T^y-3-[H4-hy7/V^-ci^/^^v?/V)-lH--1'^K-/W3--f 
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2,4-^:7/i^p^>i^:/n^K©tt^ 
MS(Fab,Pos.) : m/z= 378[M+H] + 

(MM&m) (S)-2-T$/-3-[l-(3-^^/V-4-^hn^<^/V)-lH-^^K-/W3-^ 
]-N-fcKn^v-^nt o ^-^T^K[>fb^No.60](^^ 

mMme5XmhtltcU^150mg (0J3mmotfB^)£THF3mUdiiSU 3-^^ 
-4--hn^<^v?/VT/V=i— /W8.3mg(0.26mmol), MJ:7cn~/V/fc;*>^ 
68.2mg(0.26mmolX DEAD 40%h/^>-^ 0.118ml(0.26mmol)^Px.T^mT*24NF 
mmft^tCo 5immT&, i«£l&^TDMF % ^oo*M/^^/-;K THF, ^nn 
Tfr/KA, ^/VT^^LfCo ^t-30%hy 7/^n^/^nn^^^2ml^P 

^^w)y/v^ummm^mg^m.n^mw-tvxmtz. 0 

MS(Fab,Pos.) : m/z= 369[M+H] + 
[0164] mifcfflm) (S)-2-T^/-3-[l-(2-7^^^^/V)-lH-r^K-/W-3--r/V]-N-tK 

31.7(0.26mmol)£ffll^iim£|l^ 
7/^n^^l3.3mg^^@^^LT#7Co 
MS(Fab,Pos.) : m/z= 324[M+H] + 

(^!&#|70) 2-Boc-T^y-4-(2-T^y7rn^/^7W^^/V)-^y 5 /^Tv'5/KfcK 

ll»J2T*#^7cl/v ? ^1.1867g(L07nunolffi^)^DMF 15nU{C»Lo-7^1/ 
^T^347mg(3.21mniolX HOBt 433.8mg(3.21mmol)£>!jP;Lfco --l-DIC 
0.37ml(3.21mmol)^P^T^^T'3 0 WiWkVtCo Kfo%k~T'&, frfoWtZmQU ? 
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[0165] (MMW71) (S)-2-T5/-N-tKn^V-4-(l-ycifcr/W-lH-^yX^^)/-^-2-^ 

/Co Eftnr^ mmzmr&Lxmt thf lmi&UTkmikwmi-hWJ* 

HJ&^HiS'JU /K DMF, THF, ^ao^ x 

$&iIt$iU Ui?>%mm 2mlTi5fc?£U «^(DSJ^^(^Px.aijiL7Co rftSr 

^xmm^^t\^xmm(Dit^(DhvyMmmMnjmg^^mi^t\,x 

MS(Fab,Pos.) : m/z= 277[M+H] + 
[0166] mi&ffl72) (S)-2-T^y-N-tKn^r^-4-(l-7^^/WlH-^^V^i/-/V 
-2--r/l-)^7^K[>fb^No.63](D^ 

•?xi\firl/T )V*r fcKOftb?) irLT^^^-fe^yVT/Vx tK66. lmg(0.55mmol)£rffl 
V^T^^j71^|^^(D^^tT5-^(Cil9^EO^-^#|(Dhy7^D^^ 
12.4mg£ fi&@#:£LT#7t> 
MS(Fab,Pos.) : m/z= 339[M+H] + 

(^JS^J73) (S)-2-T$y-N-tKo=¥iX-4-[H4-^hn-<^^/V)-lH— <^X^^ 
-/W2-^/V]:/^^KMfc^No.64](^J& 
ynt°^^T/VxtK(Oftt>l9^LT4-^hn^^XT/VxtK83.1mg(0.55mmol)^ffl 

v^T^»J7l^l^#^^^^T5^^^-J;9^lE<D^^^hy7/^^-og^^ 

12.2mg£ &£@#£LT#7Co 
MS(Fab,Pos.) : m/z= 370[M+H] + 

(HJ£#l74) (S)-2-T^/-N-tKndrv'-4-(l-<^^-lH--<>'X-r^y^-/V-2- 
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MS(Fab,Pos.) : m/z= 305[M+H] + 
[0167] (Hjfc0!|75) (S)-2-T^y-N-fcKn^v^-4-[l-(2-^h^rv'^^v?/V)-lH-^>'X^^ 

lllfe^j70-C#btl/7tW^125mg(0.150mmolffi^)^THF lml&tf 2-^h=3rv~<y 

47. lmg(0 J5mmol)&tf ;t/Vh^ WfvW). lml&**y— /Wmlfc&#Lfc^&(jn 

*.t\ g«2 b mm.mx.tzo bc/s^t^, R&tt**»ju dmf, thf 

2ml^O^T60 c C-C5Nf^it#t/Co £j£i£&ai#U l^^£g^2ml-Ci5fc#U ft 

MS(Fab,Pos.) : m/z= 355[M+H] + 
[0168] (MMWlb) (S^2-T5y-N-tKn^W-[Ht B y> ? y-2-^/^^)-lH-^yX^ 

2-^v^^XTA-r t K©ftfr3 £LT2-fc°y 9 Jzsjj/KtfTAS? fcK 
80.3mg(0J5mmo0&fflV^ISffi^ 
y7/M-ngfflft!fi2.9iiigSrefeH^L'r#fc. 
MS(Fab,Pos.) : m/z= 326[M+H] + 

(S)-2-T$/-N-tKndri/-4-(l-^/V-lH-^:^X^^i/-/W2-^ 
/W)^7^KWb^No.68](0^ 

2-^h^V^^XT^xtKOftt>9^bT^/VT/VxtK54.1mg(0.75mmol)^ffl 
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MS(Fab,Pos.) : m/z= 291[M+H] + 
l H-NMR(500MHz,DMSO-d +D O): 6 = 

6 2 

0.93(3H,t,J=7.3Hz),1.36(2H,sext,J=7.3Hz),1.75(2H,quintJ=7.3Hz),2.29(2H ) m),3.15( 
2H,m),3.82(lH,t,J=6.6Hz),4.33(2H,U=7.3Hz),7.48-7.54(2H,m),7.75(lH,d,J=6.8Hz) 
,7.85(lH,d,J=6.8Hz). 

[0169] mmm78) (S)-2-T^y-N-tKn^V-4-(l-^-^^^-lH-^<yX^5^/-/V-2--l' 

2-^h^^^XT/Vx fcK<Dftb9 £LT:t^^-/V96.2mg(0.75mmol)£fflV^ 
^^j75^|^^0^^5-^{Cii9^E^b^^hy7/^n^m5.2mg^e 

MS(Fab,Pos.) : m/z= 348[M+H] + 

(HifS0tj79) (S)-2-T$y-N-fcKo^W-(l-^n-^df-t//M^-/V-lH-^>'X^^ 

2-^:^;yXT/l'XfcKOft:fr9£LTS^n^ 
84Jmg(0.75mmol)£fflV^||«j75^#^ 
]) 7/^n@^^3.4mg$r fi&@ft£LT#7t 0 
MS(Fab,Pos.) : m/z= 331[M+H] + 

y^-^-2--r/H^^75K[^^No.71](D^ 
2-^h^^^Xr/VxtK^f^^9^LTtVVVT/VxtK64.6mg(0.75nimol)^ 

v^T^ig0y75tl^#(D^^m^^^-«t9^le<D^^(Dhy7/^^^^^l.8mg 

MS(Fab,Pos.) : m/z= 305[M+H] + 
[0170] (mmm81) (S)-2-T^y-N-tKn^iy-4-(l-^y^7V-lH-<^X-r^y-/l-2- 
^)^7^K[ft^No.72]<D^ 
2-^h^V^^XT/V^tK(Dft^D^LT^y^/VT/Vxl:K54.1ing(0.75mmol)^ 
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4.5mg£ &&mw£Lxmz. a 

MS(Fab,Pos.) : m/z= 291[M+H] + 
l H-NMR(500MHz,DMSO-d +D 0): 6 = 

6 2 

0.92(6H > d,J=6.6Hz),2.18(lH,sept,J=6.6Hz),2.27-2.35(2H,m),3.08-3.13(2H,m),3.81( 
lH,tJ=6.6Hz),4.12(2H,d ) J=6.6Hz),7.40-7.51(2H,m),7.72(lH,d,J=7.8Hz),7.81(lH,d, 
J=7.3Hz). 

(MMmB2) (S)-2-T^y-N-fcKD^V-4-[l-(4-7/^n^y^)-lH-^yX^^ 

2-^h=3rv'^<^XT/VxtK(Oft^ , 9i:LT4-77V^-n^<yXT/V'TtK 
93Jmg(0J5mmol)^fflV^T^»J75iN#(D^lr^-^^-<t«9^|E(D^^(D^ 

MS(Fab,Pos.) : m/z= 343[M+H] + 
[0171] (H»ij83) (S^-T^y-N-fcKn^i/^-Cl^-t-^^^^/H-lH-^yX-f^ 

2-^h^i/-<^XT/V7 ? tK©ft^9i:LT4-t-^^/V^<^XT/VxtK 
121.7mg(0.75mmol)^fflV^r^iS^J75^^0^^^^^^J;^^|B^b^(D 
hy7/^n@^^7.0mg^fife@^^L-C#fCo 
MS(Fab,Pos.) : m/z= 381[M+H] + 

(HMJ84) (S)-2-T^/-N-tKn^iX-4-(l-^ci^^-lH-^^X^^^y- 
/W2-f/W)^7^K[^^No.75](D^ 

2-^h^^yXT/VxtK^ftt5i9^LT^n^1^7^73.6mg(0J5mmol)?rfflV^ 
T^»j75^[^1i0^^^^i^i«9^fBO^^^hy7/^n^^3.4mg^ 

MS(Fab,Pos.) : m/z= 317[M+H] + 

(HJt^j85) (S^-T^y-N-fcKn^r^-tl-Cxh^tKnfc^^-^MH-^^X 
^^^V f -/V-2--r^]^5 : -7^K['fb^tlNo.76]0^ 
2-^h^r^^XT/VxtKOftt?t)i:LT7 i h7tKnt 0 7^-4-^-^ 
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MS(Fab,Pos.) : m/z= 319[M+H] + 
[0172] mi&mS6) 2-T^y-N-fcKndr^-4-[l-(l-^/Wt 0 ^yv?^-4-^)-lH-^<yX 

4.8mg(0J5mmol)£fflV>T2l;!iW5£^ 
MS(Fab,Pos.) : m/z= 331[M+H] + 

mMmm) (S)-2-T^/-N-tKndriy-4-[l-(2-^^/^^)-lH— 

2-p«h^^^XT/WxfcK(Df^^«9^Lr^y^^^T/VxtK64.6mg(0.75mmol)^ 

9.9mg%&&mfctLXmtz 0 
MS(Fab,Pos.) : m/z= 305[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.98(6H,dJ=6.4Hz),1.61-1.73(3H,m),2.27-2.33(2H,m),3.09-3.13(2H,m) > 3.81(lH,t,J 
=6.6Hz),4.27-4.32(2H,m),7.43-7.50(2H,m),7.73(lH,d,J=7.6Hz),7.78(lH > dJ=7.6Hz). 
[0173] mMM88) (S)-2-T^/-N-tKn^^-4-(l-^dr^/V-lH--<^V^^/>-/W-2- 
^)^7^KWb^No.79](D^ 
2-^h^r^^XT/V7 f fcK<£>ftb9 i:L-C^=3rf"7-— /W5. lmg(0.75mmol)&ffi V NT 

^,@^LT#7to 
MS(Fab,Pos.) : m/z= 319[M+H] + 

(^IS^J89) (S)-2-T^/-N-tKndri/-4-(l-^7 p ^/k-l H-^0-X^^^y~/W-2- 
^/V)^7$KMfc^No.80](D^& 
2-^h^^^XT/^tK(^f^^<9^Lr^7 P ^^— /^85.6mg(0.75^lmol)SrfflV^-C 
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MS(Fab,Pos.) : m/z= 333[M+H] + 

(M1&m90) ($h 2-T^;-^\-l2<l-t-zf^/V-y^~/V)-2-^;V-7vt a ;V] 

MS(Fab,Pos.) : m/z= 423[M+H] + 
[0174] (HJ60H91) (S)-2-T^/-N-fcKn^^-4-[l-(^-7^U^-l-^/M^)-lH-'<yX 

2-^h^^^XT/Vf f tKOft^0^bri-^7hT/VxtKll7mg(0.75mmol)^ffl 
V>T^JS^75^|^#©^^5-^{Cj;!9^EO{^#>Why7/^ng^^2.8mg 

MS(Fab,Pos.) : m/z= 375[M+H] + 

(%MW92) (S)-2-T^y-N-tKndr^-4-[H5-^nn^7^^-2-^/V')-lH-^^ 

2-^h^v'^yXT^7 f tK©ft^«9^LT5-^nn^^aiV-2-^/^T^tK 
110mg(0.75imoO&JBVNT!lj^ 
y7/l^nf^;&4.3mg£&£@ft£LT#/c 0 
MS(Fab,Pos.) : m/z= 365,367[M+H] + 

2-Boc-T^y-4-(2-T^y-4,5-v ? ^^/V-7^n/k^7/W^^>r/^)-^^-y 
^^T^yKtKndr^-hO-fe^2-^nnhy^l/v?^c>^ 

HJg^j2r*#f?n/cl/v ? V2.04g(1.88mmoltB M5)£DMF 15mHC«|jBU,5-^^/l' 
-l,2-7^^1/^T^^1.28g(9.39mmol), &tfHOBt 1.27g(9.40mmol)^P^fc„ ^ 
{ZDIC 1.45ml(9.40mmol)^P^T^?a-e3 0 fSHEBkUto KJS&TgL RfcWi&» 
glJU ^on*M, DMF, ^-TV^Cifej^ ttflk^S^^DSIBOl^^SrWfc. 
[0175] (^J£^J94) (S)-2-T^7-4-(l-v'^n^i//V-5,6-v?^^-lH--<>'X-('^^y- 
^-2--r^)-N-tKndri/y^7^KMb^^No.84]<D-^^ 
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^&#j93Ti^;fr7il/^£240mg(0.46mmol^^ 
^rf-/>'225.7mg(2.30mmol)^P^ > ZZ\tt/TSfr£4kft$X1-hVVJ>> 
45mg(0.72nunol)^^y-/V lml^^L, ^T*pH=5i:Lfc^^P^T, MMX* 

3 0 mmwuco %.j&mr'&, Emm*mw\u dmf, thf, ^dd^ 

itS'JU DMF, THF N ^nnafc/W^ ^nn*;W^/-/^i % 

^ri^j;«9^|E(D>fk^Ohy7/^n^m27.6mg$r&^@^^LT#yt 5 
MS(Fab,Pos.) : m/z= 345[M+H] + 
[0176] (^»J95) (S)-2-T^/-4-[l-(4-t-^^/V-<yv ; /V)-5,6-> ? p<^/WlH--<^XV^ 

^n^^^y^<Dft^«9tLT4-t-^f-/^yXT^xtK373Jmg(2.30imol)^ 
fflVNTII^j94i^#0^^9w^^i9^EO>fb^Ohy7;^n^iL 
34. lmgSr &@#£LT#fc 0 
MS(Fab,Pos.) : m/z= 409[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 6 = 

6 2 

1.24(9H,s),2.27-2.35(2H,m),2.32(3H,s),2.35(3H,s),3.10-3.18(2H,m),3.80(lH,t,J=6.6 
Hz),5.51(2H,d,J=11.7Hz),7.11(2H,d,J=8.3Hz),7.38(2H,d,J=8.3Hz),7.45(lH,s),7.51(l 
H,s). 

[0177] (MM&m) (S)-2-T^/-4-[l-(4-7/^n^^/V)-5,6-^^/V-lH-^<^X-f^ 
/V-2-^/V]-N-tKndf-^^7^K['fb^No.86](^^ 
^n^dr^yy(Dftt>0^LT4-7;^n^^XT/V7 f fcK285.5mg(2.30mmol) 
V^T^^60iJ94^^^(O^^^T^i^cj;^9^|E^^^<O^y7/^^-^^^i 
23.8mg£6£@ft:£LT#;/c: 0 
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MS(Fab,Pos.) : m/z= 371[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 8 = 

6 2 

2.21-2.28(2H,m),2.32(3H,s),2.35(3H,s) > 3.11-3.18(2H,m),3.79(lH,t,J=6.6Hz),5.55(2 
H,d > J=11.2Hz),7.21(2H,t,J=8.5Hz),7.28(2H,dd,J=5.6 > 8.5Hz),7.45(lH,s),7.53(lH,s). 
[0178] (M1&M97) (S^2-T^/-4-[H4-^h^i/^V^/V)-5 f 6-^^/WlH-^^X>r^ 

^D^i^/^Oft^«9iLT4-^h^^^yXT/V7 f tK313Jmg(2.30mmol)^ffl 
V^T^«J94^^#O^^9-^^-^0^IE^D^^O^y7^^^^ 
13.2mg£ e^@^iLT#fc 0 
MS(Fab,Pos.) : m/z= 383[M+H] + 

(2life#j98) (S^-T^y-S^-T^y-^ai^-N-tKn^v/ynt^^T^KW^ 
^No.88](D-a-^ 

||^^j44T*#^^c>fb^20.0mg(0.059mmol)^^y-/VlmH^^L, 10%^°7 

MS(Fab,Pos.) : m/z= 196[M+H] + 
'H-NMRteOOMHz.DMSO-d ): 8 = 

6 

2.77(lH,dd,J=13.7,6.6Hz),2.84(lH,dd,J=13.7,7.6Hz) > 2.56-3.63(lH,m),6.55(2H > d,J= 
8.3Hz),6.87(2H,d,J=8.3Hz),8.23(3H,brs),9.27(lH,s),10.95(lH,s). 
[0179] (^#199) (S)-2-(i/^n^^/^^/W-T^/)-N-fcKndriy-3-(4-^hn7^^) 
:/nfc°^T^KWb^No.44](D^J& 

(HiS#|99-l) 2-(^n^^>'/M^/WT^/)-3-(4--hn7^^/V)7 p at 0 ^T^ 

TfTfl£<PN°-Boc-4-~hn:7^/VT7-:>a^^ 
^7K^^^y-/V75ml^P^T^mT-5^F^m^L/c„ Hl&#t-T^ tirMlstc&Mi 
SrittigUt, C05^203.5mg(0.780mmol)$r^nn^/VA^!1^L, lmol/lTK^b^h 
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n^mmtvxmt^ 

MS(Fab,Pos.) : m/z=321[M+H] + 
'H-NMRftOOMHz.DMSO-d ): 8 = 

6 

0.73-0.83(2H,m),1.05-1.20(3H,m),1.20-1.31(lH,m),1.54-1.69(5H,m),2.19(lH,dd,J= 
11.2,6.6Hz),2.33(lH ) dd,J=11.2,6.8Hz),2.97(2H ) d,J=7.1Hz) > 3.45(lH,dd,J=6.8,6.6Hz) 
,3.58(3H,s),7.49(2H,d,J=8.8Hz),8.14(2H,d,J=8.8Hz) 
[0180] (M1&W99-2) (S)-2-(V^n^v-/M^/V-T^y)-3-(4-^ha7^^/V)-N-h!;^ 

^160!|99-l-e#^^b^3O8.3mg^DMF 5mlK:88*U 9 J-t--f?-A&lMrt 
^-hl88.2mg(0.862mmol)^Px.-C60 < CT*17^^^#bfCo Kj£j*T3K *8$fcSr@ 
£U &?S&THF 3mlKJg#U ^/-/l^ml, lmol/l*^b^hy*A*}«3inl£r 

tzmz.lmo\/mm7kmWiK£'oXpHZ5kl,tc 0 ^^nn^A-CttfflU *» 

ro5*>149.1mg(0.367mmol)^nn/^/VA4.5mUC^t,WSCI^^ 
105.9mg(0.554mmol)^TO-hy^tKn^>/VT5>'106.7mg(0.387mmol)^Px. 

MS(Fab,Pos.) : m/z=322[M+H] + 
'H-NMRftOOMHz.DMSO-d ): 5 = 

6 

0.51-0.70(2H,m),0.96-1.12(4H,m),l-37-1.49(2H,m),L49-1.60(3H,m),1.77-1.83(lH, 
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m),1.85-1.91(lH ) m),2.54(2H,d,J=6.8Hz),3.06(lH,dd,J=7.1,6.6Hz),7.25-7.38(17H,m) 
,8.03(2H,d,J=8.8Hz). 

[0181] (S)-2-(V^n^>>/M^/VT^y)-N-fcKndri/-3-(4-^hn7ai^ 
MMM99-2X*nbtltc4\:&M 52.1mg(0.092mmol)^30%hy7/V^-n^/^nn^ 

MS(Fab,Pos.) : m/z=322[M+H]+ 
'H-NMRCSOOMHz.DMSO-d ): 6 = 

6 

0.87-1.00(2H,m),1.05-1.18(4H > m),1.58-1.77(4H ) m),1.79(lH,brd,J=12.7Hz),2.54-2. 
64(lH,m),2.64-2.75(lH,m),3.14(lH > ddJ=13.2 > 9.8Hz),3.33(lH,dd,J=13.2,4.6Hz)„3. 
77-3.85(lH,m),7.47(2H,d,J=8.8Hz),8.21(2H,dJ=8.8Hz),9.14(2H,brs),9.35(lH,brs),l 
l.OO(lH.s). 

[0182] mmm 100) (s)-2-r 

^^^KWb^No.89]©^ 

(2l«ill00-l) (S)-2-t-^>^^;^^T^/-4-(lH--<^X^^/-/V-2-^ 

Ki8#U WSCI&^i&2.55g(13.3mmol) x HOBt 1.32g(9.78mmol)^Px., ^?&-C15 
ftffifcfc&lttCo ^(D^^l,2-7^]/^T^^1.154g(10.7mmol)(D^nn^/^ 
30ml^^MT'lNp^^^tTMTb/c„ ^MX£bKimmMWZMrttc.&, 

x&mjto ^.fi^mo^mmu Gonx^mmmwistz* sjs^t^l mm 
w^i/x&ffivtcmmm&fvv&frMmMu lmoi/i^mit-rhv^ 
j»*mm. mfa-km^xvcfristco &mmzm*^mi-hv?j>>x&mi,tc.^ mm 
zmicu mm^y^^^y^xi^Y^y^{^uu^;v^/mm^Mxm 

UU ^SE<D>fb^2.27g^fi^^iLT#fCo 
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MS(Fab,Pos.) : m/z=410[M+H] + 
'H-NMRtfOOMHz.DMSO-d ): 6 = 

6 

1.38(9H,s),2.02-2.15(2H,m),2.22-2.34(2H,m),2.83-2.94(2H,m),4.12-4.18(lH,m),5.1 

KlH,d,J=12.7Hz),5.16(lH,d,J=12.7Hz),7.07-7.17(2H,m),7.30-7.43(6H,m),7.52(2H > 

d,J=7.8Hz),12.17(lH,s). 

[0183] mi&m 100-2) (s)-2-t-zf h^y^j/^^T^/-^-a-^/>-m--<y^^/ 

^Jfe^J100-l-e#en^:^^^l501.4mg(1.22nunol)^THF 15mUZ.mMU 
^hy^A(60%)51.3mg^nx.T^^T*10^F^^#LfCo ^X*B—Y*#y 

©^^239.5mg^&^^iLT#/c„ 
MS(Fab,Pos.) : ra/z=425[M+H] + 
'H-NMRteOOMHz.DMSO-d ): 5 = 

6 

1.38(9H ) s),2.10-2.20(2H,m),2.22-2.32(2H,m),2.86-2.98(2H,m),3.68(3H,s),4.17-4.2 
3(lH > m),5.10(lH,d,J=12.7Hz),5.17(lH > d > J=12.7Hz),7.14(lH,td,J=7.6,1.2Hz),7.19(l 

H, dd,J=7.3,1.2Hz),7.31-7.42(4H,m),7.47(lH,d,J=8.1Hz),7.54(2H,d,J=7.6Hz). 
[0184] mifam 100-3) {S)-2-t--fY^y^;V^;VT^J-\-(X-^;V-m- <yX^V 

|liS^J100-2r*#bn^b^l02.2mg(0.241nimol)^^/--/W5ml{^j||L, 10% 
/N 0 7v?^i=s^mi9.8mg^D^T7Km#ffl^T^ ^UXZO^mmWLtc. £/»T^ 

, mmz-t^mi&xmzu mmmmLxmrn^t^mAAmg^^m^tL 

MS(Fab,Pos.) : m/z=334[M+H] + 
'H-NMRCSOOMHz.DMSO-d ): 5 = 

6 

I. 35(9H,s),2.02-2.15(2H,m),2.19-2.29(2H,m),2.85-3.00(2H,m),3.72(3H,s),4.00-4.0 
9(lH,m),7.16(lH,td,J=7.8,1.2Hz),7.20(lH,dd > J=7.8 > 1.2Hz) > 7.33(lH,d,J=8.1Hz),7.49 
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(lH,d,J=7.6Hz),7.55(lH,d,J=7.3Hz). 
[0185] mmmiOO-4) (S)-2-t-^>^v-^/^-/vr^/-4-(l-^^-lH--<^X^^^y 

WSCI&^60.4mg(0.315mmol), HOBt 34.0mg(0.252mmol)&tf O-hy^/VtKn^ 
V/VT^63.6mg(0.210mmol)£#P;L m&XWmfflm.Wlstc £J&*&T^ 

%£Ltzmmm*?*v*si'MmMu imoi/mm^mm, imoi/i*g£^hy* 
j»*mm, m^m^x^Lt^ &mmm*mm+bwj*x&m.tc^ mm 

'H-NMR^OOMHz.DMSO-d ): 5 = 

6 

1.39(9H,s),1.35-1.41(2H,m),1.62-1.79(2H,m),2.50-2.65(2H,m),3.60(3H ) s),3.91-3.9 
7(lH,m),7.01(lH > d,J=8.1Hz),7.15(lH,td,J=7.1,1.2Hz),7.17(lH,dd,J=7.1,1.2Hz),7.23 
-7.45(15H,m),7.48(lH,dJ=7.8Hz),7.49(lH,d,J=7.8Hz) J 10.44(lH,s). 
[0186] (Hi£^I100-5) (S)-2-T^/-4-(l-^^/V-lH-^^V^^y-/V-2-^)-N-tKn 

^^J100-4T*#e>^C>fb^90.7mg(0.154nimol)^20%hy7y^o^^/^nn 

m^mmmm^y^x^xmmu mm<Dik&®(DbV7^*vmMm2.3mgz 
&&mfotvxmtc 0 

MS(Fab,Pos.) : m/z=249[M+H] + 
[0187] (^WJlOl) (S)-2-yntVVT^y-4-d-7 p nfcVwiH— <^X^(^/-;V-2-^;V 
)-N-tKn=3ri/^7^KWb^^No.90]<D^ 

(^it^Jl01-l) {Sy2-t-ZfV^y^^^;VT^/-A:A\-^n\i a ;V-m-^Xy(^ 
>?—/V-2-4/i')-7 c ?'Vy?Ti/yb* ^sVjV tt=r>v<DSifc 

|IM^J100-lT*#^nfc^^l.728g(4.22mmol)^^KTHF 51mHd£fi?U i*M 
^hy!>A(60%)186mg(4.64jnmol)^t^l-H— K7 P n/^0.823ml^P^-C^MTn.5 
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MS(Fab,Pos.) : m/z= 452[M+H] + 
^-NMRCSOOMHz.DMSO-d ): 8 = 

6 

0.85(3H,t,J=7.3Hz),L24andl.38(9H,s),1.68(2H,sextJ=7.3Hz),2.11-2.20(lH,m) > 2.27 
-2.35(lH > m),2.87-2.99(2H,m),4.08(2H,t,J=7.3Hz),4.18-4.27(lH,m),5.10(lH,d,J=12. 
5Hz),5.17(lH > d,J=12.5Hz),7.14(lH,tdJ=7.6 J 1.2Hz),7.17(lH,td,J=7.6,1.2Hz),7.33-7 
.42(5H,m), 7.50(lH,d,J=7.6Hz),7.55(2H,d,J=7.8Hz). 
[0188] (S)- 2-(N-t-^h^^/^^/V-7 p ntVVT^/)-4-(l-7 P ntVV 

^lfe^Jl01-l^#biX7t>fb^tll95.8mg(0.434mmol)^4mol/l^b7K^/^ : ¥f-^ 
2ndK^#LT^TO0#ffiift#Lfc. KJfcll&Tfc* 2«£@*U 

fc 0 rft£y*/— /V4.5mU^fi$U yntVVT/WxtKO.OSSmKO^SlmmoDS.W/W 
h^^hy^^0.1ml^nx.T^^r*755>^^#L7t o ^ai^CK^U VVT±h 

nsJvWvSrJPx., lmol/l*^b^hy^A % £&fn^*T*l5fc#L7c 0 ^WSrDMF 5ml^ 
^L.v?-t-^/^^/^^-h280mg(1.30mmol)^n^T^MTn6.5^F^it# 

MS(Fab,Pos.) : m/z= 494[M+H] + 
[0189] (Hig^JlOl-3) (S)- 2-(N-t-^ , h=Sf^^=/V-7 p ntVVT^y)-4-(l-^nfcVV 

lllfe^J101-2l?#btV7t>fb^l23Jmg(0.249mmol)^^7— /W6ml(C^L, 10% 
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87Amg%M&1&ffi%)tl>Xntz 0 MS(Fab,Pos.) : m/z= 404[M+H] + 
'H-NMRftOOMHz.DMSOd ): 6 = 

6 

0.78-0.86(3H,m),0.87(3H,t,J=7.3Hz) I 1.31andl.40(9H,s),1.40-1.61(2H,m),1.67-1.68 
(2H,m),2.12-2.24(lH,m),2.44-2.57(lH,m),2.82-2.95(2H,m),2.94-3.08(lH,m),3.13-3 
.28(lH,m),4.31-4.20(2H,m),4.20-4.28amd4.30-4.39(lH,m) ) 7.13-7.28(2H,m),7.54(l 
H,d,J=7.8Hz),7.57(lH,d,J=7.6Hz). 
[0190] mmmiOl-i) (S)-2-(N-t-^>dr^^^ri/W7 P ntV^T^y)-4-(l-7 P ntVV 
-lH-^^X^^y^~^-2-^/V)-N-^^^/V^^v'^^7$K^^^ 

^^J101-3T*#^tV^b^68.0mg(0.169mmol)^nn*/^3mHc:^L, 
V/SCUMMfe 48.5mg(0.253mmolX O-^^v ? /VtKndr^^T^y25.0mg(0.204mmol) 
ZMz., &M~?mm$tWLtz 0 &J»7&> ^np^/VA^Px., 0.5mol/1^7k^ 

MS(Fab,Pos.) : m/z= 509[M+H] + 
'H-NMRftOOMHz.DMSO-d ): 8 = 

6 

0.80(3H,t,J=7.3Hz),0.92(3H,t,J=7.3Hz),1.20-1.58(llH,m),1.73-1.82(2H,m),2.07-2. 
20(lH,m),2.33-2.52(lH,m),2.93-3.20(4H,m),4.20-4.34(lH,m),4.43-4.42(lH,m),4.90 
(2H,brs),7.31-7.49(7H,m),7.68-7.75(lH,m),7.79-7.91(lH,m),H.4(lH,brs). 
[0191] mMffllOl-5) (S)-2-(N-t-^h^^/^^-7 P ntV^T$y)-4-(l-7 ,> ntVV 

^0iJlOl-4T*#b^c>fb^49.8mg(O.O979rrimol)^3i^/-/W2.5mHC^L, 
10VN°7^!>^^15mg^PxT7K^#IS^T^T*505>^^LfCo^^T^ 

43.0mg«^fe@^^LT#fe o 
MS(Fab,Pos.) : m/z= 419[M+H] + 

(HIS^JlOl-6) (S)-2-7 p nl: o /VT^y-4-(l-7 0 ntVV-lH-^<>'X-f^^y f -/V-2--r 
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^0tJlOl-5^#btvfc>fk^^38.Omg(O.O9O8mmol)^2O%hy7/^n^/^cio 

ng^^4.9mg£&£@ft£LT#fco 
MS(Fab,Pos.) : m/z= 319[M+H] + 
'H-NMR^OOMHz.DMSO-d +D O): 8 = 

6 2 

0.94(6H,t,J=7.6Hz),1.67(2H,sext,J=7.6Hz),1.80(2H,sext,J=7.6Hz),2.28-2.40(lH,m), 
2.40-2.47(lH,m),2.77-2.83(lH,m),2.86-2.92(lH,m),3.14(2H,t,J=7.6Hz),3.77-3.82(l 
H,m),4.30(2H,t,J=7.3Hz),7.46-7.55(2H,m),7.75(lH,d,J=8.0Hz),7.87(lH,d,J=7.1Hz). 
[0192] mMMl02) (S)-2-(^n^^v'/M^;V-T5/)-4-(l-^^-lH-^^XV^i/ 
-/V-2-^/V)-N-fcKndr>>^7^KWl:^No.91]<D^ 

(^WJ102-1) (S)-2-T^/-4-(l-^^/W-lH-^yX-f^i/-/W-2-f/W)-^y5/ 
2mK^fi?LTgm?30#P^#L/Co £/&i&7^ mm%£:U MgfcZMz., 

i'zzbKxmmwk&mooAmgzm&Mtt'tobLxmtze 

(HIS0!llO2-2) {S)-2^H-t-zfY^i/^;v^;v-i/^n^i/;v^jv-r%/ 

||»J102-lTiib;ftfc>ffc^l32^^^ 
V^n^^/^/l^/KT/V-r tK0.0496ml(0.4l lmmoD&U^/l'h^hy^/M). 1ml 

174mg(0.822mmol)^n^, ^T^OMji^Uho ^S^T^ ^nn^kA^Px. 
, lmol/lTK^b^hy^ATk^, g&^P^*T^?fLf^ ^ft^DMF 3mlK$$?U 
^-t-^^/V^/V^^-hl79mg(0.822mmol)^^T^MTn6NF^^Lfc„S 
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MS(Fab,Pos.) : m/z= 520[M+H] + 
[0193] mmmi02-3) (S)-2-(N-t-^h^v-^/W#^-v'^n^^rv'/M^/VT5:y)-4-(l- 

H^J102-2-e#^^fdk^^ll27.7mg(0.246mmol)^^/— /V6mUZ.BMU 10% 

y-fm^xmrnzmt , mmzmm. mm^yv^^y^^h^yy^-^ 

MS(Fab,Pos.) : m/z= 430[M+H] + 

(2l«!ll02-4) (S)-2-(N-t-^>^v'^/V#^-^^n^^i//M^^T^7)-4-(l- 
^^/WlH-^^X^^^y-z^-^-N-^^^^i/^^y^K©^^ 

MMffl 102-3-C*#e>tl/^k^^31 .4mg(0.0731mmol)^nn^/VA lml[C&MU 
WSCIi&®^16.8mg(0.088mmol), O-^y^tKndr^VT^^lO.SmgCO.OSSmmol) 

mnxmrnrnwistco ^nD*M^ni, o.smoi/i&^TR^ 

m. mniai&ykxmfru #mmzm7kmMi-hv^x&mistc 0 mm^m^u 

<D\t&m2%jm&m&®$k®h^xmz<, 

MS(Fab,Pos.) : m/z= 535[M+H] + 
[0194] (^»Jl02-5) (S)-2-(^n^=Sriy/M^T^y)-4-(l-^^/W-lH-^^X-r^ 
v*~;v-2-4;v)-u-}iVv*i/y°^y%Y(D&$L 
mifoM l02-4Xnt>tltcfc&yo28 .7mg(0.0537mmol)£:^/— /W .5ml{£*§fi?U 

im^<y^^m9mg^m^x^m^m^rm^xzo^mmwLtc 0 sj&^t^ 
, ±y-fm^xmmm^u mmmm. mz&m-tco ztv^rnhvy^m 
m/fvvfr^mmo.smumMu mux5mmmwvtco sj&^t^ tm& 
mmz*\z.®mvxmm%mftteto*y&\z£<>xttmu mm^w^m 

(Ohy7/^ng^^l0.3mg^fi^@^LT#yh o 
MS(Fab,Pos.) : m/z= 345[M+H] + 
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'H-NMR^OOMHz.DMSO-d +D O): 8 = 

6 2 

0.99-1.01(2H,m),1.09-1.29(3H,m),1.60-1.84(6H,m),2.27-2.43(2H,m),2.65(lH,dd,J= 
12.2,7.1Hz) > 2.80(lH,dd,J=12.2,6.6Hz)3.10-3.16(2H,m),3.72-3.76(lH,m),3.87(3H,s) 
,7.44-7.53(2H,m),7.71(lH,d,J=7.1Hz),7.81(lH ) d,J=7.3Hz). 

[0195] mmmm) (sH-^ntwr^y^-d-^^/v-iH-^yx^^^-^-^ 

)-N-fcKo^'>^75KWb^No.92](0^^ 

^^Jl02-lT*#^tl/^{k^l21.2mg(0.375mmol)^^nn^>'3ml^^U 
7 P ntVVT/^tK0.026ml(0.375mmol)^W^h^^hy^^/V0.1ml^P^T^m 
-C30#l5|jf#Lfco ^^hyTir^^^^^^^hy^i.l59mg(0.750mmol)^ 
^JPX, ^mT^O^jf #Uc e KfofeT®, ^nn^i,^pxi x lmol/lTK^b^hy 
g&fP^TkTifcfrLfCo Ctl£DMF 3ml^fi?U ^-t-^/W^/l^-h 
164mg(0.750mmol)^P^T^-Cn5NF^^L^ o H^T^, Mm*®£U B, 

MS(Fab,Pos.) : m/z= 466[M+H] + 
[0196] (^Ji^J103-2) (S)-2-(NH-^>dri/^7/V/K^-^ , nl: 0 /VT^y)-4-(l-^^-/V-lH- 

^^J103-lT#^^fdb^^81.9mg(0.176mmol)^^/--/V4.2mU3:^L, 

io%/N°7> ? '>^^24.6mg^p^, T^m^m^r^uxioo^mmwLtc. Bn&m 

^55.8mg£ &&mfctL,Xmtc 0 
MS(Fab,Pos.) : m/z= 376[M+H] + 

(MMM 103-3) (S)-2-(N-t-y h^r v-^/V/^^-^n fc°-T^)-4-(l-^/V'-l H--< 
^X^^^^-/W2-^/^N-^^e//V^v^y^-7^K^^^ 

2l»Jl03-2T*#<btWb(fc^55.8^ 
WSCI^^34.2mg(0.169mmol) > N-^^/VkKn^V^T5^22.0mg(0.169mmol) 
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MS(Fab,Pos.) : m/z= 481[M+H] + 
[0197] (2Hfc#|103-4) (S)-2-yntVVT^y-4-(l-^^-lH-^<>'X^^^i/-^-2-^/P 

103-2T*#btl^t:^#l40.4mg(0.0841mmol)?r3i^y-/V2mHC^L, 10% 

y7/^n^li2L8mg$rS^,@^^LT#fCo 
MS(Fab,Pos.) : m/z= 291[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.94(3H,t,J=7.6Hz),1.65(2H,sextJ=7.6Hz),2.25-2.42(2H,m),2.77-2.82(lH,m),2.85- 
2.90(lH,m),3.12(2H,t,J=7.6Hz),3.73-3.77(lH ( m),3.87(3H,s),7.47-7.56(2H,m),7.75( 
lH,d,J=6.6Hz),7.82(lH,d,J=7.6Hz). 
[0198] (2Sife0!llO4) (S)-2-^-^^T57-4-(l-^^/V-lH-^<VX-r5^y— /V-2->T/V 
)-N-tKn^rv'^7^KW^#JNo.93](D^ 

(HJfS0!llO4-l) (S)-2-(N-t-yh^^/^=./W^-^^/VT5/)-4-(l-^^/V-lH- 

^^J102-lT*#bttfc^^l04.5mg(0.323mmol)^^nn^^^3ml{C^L > 
n-iJ^J/vr/^f tK0.051 Iml(0.323mmo0^^/Vh^r^hy^^/M). lml^P^Tg 
MT*30#P^#Lfc„ ^OTTi^v'*^ 

Sr*!*., £i&-C35#|!flJt#Lfc, £J»7m, ^nn^M^Dx., lmol/l*SMfr*- 
/^^-M41mg(0.646mmol)^P^-C^?a-C15I^^^Lyto RfcfeT&. 
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MS(Fab,Pos.) : m/z= 536[M+H] + 
[0199] mi&M 104-2) (S)-2-(N-t-y h=¥^^7^^-^^/Vr^y)-4-(l-^^-lH- 

^Jfe^Jl04-lT#etvfdb^^77.8mg(0J45mmol)^^^^^y3.9mHC^L > 
lOV^^A^^aSmg^P^., *^#IS^T^-C4NF^m#UCo £CJ»7^ 

-tyjhmmxmmzm, mmmm. ^^^^mLx^moit^m 

48.8mg£ 6 &®fctLXntc 0 
MS(Fab,Pos.) : m/z= 446[M+H] + 

(3life0!llO4-3) (S)-2-(N-t-^hdri/^/V^-/W-^-^^;l-T^7)-4-(l-^^-lH- 

II^Jl04-2T*#^^c^^47.3mg(0J06mmol)^nn^/VA1.5mHe:^L, 
WSCI^^ 24.7mg (0.137 mmolX O-^^/l'fcKn^/Kr^ie.Omg 



(0.137mmol)^Px., ^T*3NF^^#L7t 0 RJfcfeT&, ^nn^M^Di, M% 

4k&m2Amg%m&mvtV!)bLxfttc 0 

MS(Fab,Pos.) : m/z= 551[M+H] + 
[0200] mm®] 104-4) (S)-2-^-^^T^/-4-(l-^^/V'-lH-^^X^$^)/->'W-2-^ 
)-N-tKn^V^7^K^)^ 
llii^Jl04-3^#btl,fc{b^^l2.4mg(0.0225mmol)^^7-/l'2ml{C^L, 10% 

/<7^j*fcmi5m g zto^x*m%m^TmMX40ftmMwuc o a&^T^ 

MS(Fab,Pos.) : m/z= 361[M+H] + 
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'H-NMRftOOMHz.DMSO-d +D O): 8 = 

6 2 

0.87(3H,tJ=7.3Hz),1.20-1.38(10H,m),1.63(2H,quint,J=7.3Hz),2.24-2.42(2H,m),2.7 
7-2.82(lH,m),2.84-2.92(lH,m),3.08-3.15(3H,m),3.73-3.77(lH,m),3.85(3H,s),7.47- 
7.56(2H,ra),7.72(lH,d ) J=7.3Hz),7.78(lH,d,J=8.1Hz). 
[0201] (MMM 105) (S)-2-T^y-4-(l-7 P ntVV-lH--<>'X^^/-/V-2-f/H-N-fcKn 

(HMJ 105-D (sy-2-t-zf h^y^^^r^/-H2-T^/y^/v^/w<^;v 

feffiU WSCIifiSft4S4.26g(22.2inmoD, HOBt 2.20g(16.3mmol)^P^., ^UXl5ft 

50mimm^ux^.2m^nxmrLtc o mux^z.i5mmmw^mmz^ 
b\z£mm<Dik&mMg*&&®fckLxntc<, 

(MMM 105-2) (S)-2-t-^h^^/V^/kT^y-4-(2-7°ntVWT^y7a:-/^/k 

^^Jl05-lT*#^tvfdk^lJ095g(2.38mmol)^^nn^^^30mHC^j||L, 
7 B nfc°^-yT/WxfcK0.368ml(2.62mmol)^Px.T^?aT-50^^^#LfCo ^XbV 
T^h^iX7K^b*!>^^hy!>A718mg(3.39mmol)^P^T^?a^5^^jt#b^ 
(amol/l;!k^ft^hy?-M<^ 4ml%Mz.X#mi,tc 0 zKS^^^nn^/VAT^W 

&e*u Bm^v^/^^^^h^yy^-(^^ymm^MKx^x 
mmu m&<z>4k&mi8.7mg%&&mfttLxmc 0 
[0202] mmm 105-3) (s^-t-^^^/i^^r^/^-u-yn tvv-iH-^x-r ^ 

^WJl05-2T*^b/dk^793.3mg(1.69mmol)^^15.5ml^^L, 60*CT* 
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[0203] (H160!|lO5-4) (S^-t-^h^^/^^T^/H-Cl-yntVV-lH-^^X^^^ 
^»J105-3Ti^;ixfcte^ 

l&nlfcjfcflIU WSCIififi6ifi571.4mg(2.99inmoD, O-^y^fcKn^/VT^ 
269.6mg(2.19mmol)^Px.T^MT*20NFF^^L7t„ ^nn^^D 

[0204] (H*0!|lO5-5) (S)-2H-^>=3r^/V/K^/VT^/-4-(l-7 P ntVWlH--<^XV^y 

^ii^J105-4T*#^/c>fb^837.5mg(1.80irimol)^^i^^50mHC^L, 
10»/<9^Att*250ingSrlq^TS?a, *iB#ffl&T^15l$|iBS£m^fc, 

ffc£&5 18.4mg£ & ft Hfl£LT#fc. 
[0205] (HJ6^105-6) (S)-2-T^y-4-(l-7 p nfcVV-lH-<^X-r^^^-/W-2-r/V)-N-t 

^«Jl05-5T*#f>tt^b-^^283.4mg(0.753mmol)^25%hy7/^n@^^/^nn 

MS(Fab,Pos.) : m/z= 452[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O): 8 = 

6 2 
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0.94(3H > t,J=7.3Hz),1.81(2H,sext,J=7.3Hz),2.26-2.34(2H,m),3.14-3.19(2H,m),3.82( 

lH,t,J=6.6Hz),4.31(2H,t,J=7.6Hz),7.46-7.56(2H,m),7.74-7.79(lH,m),7.86-7.90(lH, 

m). 

[0206] (mmm 106) (S)-2-T$y-4-(l-^y^/V-lH-^^X^^^y-/V-2-^V)-N-fcK 
(HJ60H1O6-1) 2H-^h^^/v^-;i^T$y-4-(2-^yf-;vT$/7^ri/v^/w^^ 

!!^0illO5-lT*#^/db^tl5O4.4mg(lJ4mmol)^^nnai^yi5mUC^L, 
n-§^^T/VxtK0J50ml(1.37mmol)^W^h=¥^hy^^/V0.25ml^Px.T^?fi 

An^T^^T*9o^ra^Ucm(;iimoi/i7K^b^hy^^^^n^T^b^ 

^f-Wft*^^)fcJ;o"C»«lL, ^fE<A>ffc^324.5mg£&fe@#£LT#;/t> 
'H-NMRCSOOMHz.DMSO-d ): 6 = 

6 

0.85-0.89(3H,m),1.16-1.44(4H,m),1.38(9H,s),1.51-1.59(2H,m),1.80-1.89(lH,m),1.9 
9-2.13(lH ) m),2.43(2H,t,J=7.3Hz) > 2.99-3.04(2H,m),4.04-4.12(lH,m),4.80(lH,t,J=5. 
4Hz),5.11(lH,d,J=12.5Hz),5.16(lH,d,J=12.5Hz),6.54(lH,t,J=7.6Hz),6.60(lH ) d,J=7. 
6Hz),7.00(lH,t,J=7.6Hz),7.09(lH,d,J=7.6Hz),7.30-7.43(5H,m) > 9.11(lH,s). 
[0207] mi&ffl 106-2) (S)-2-t-^>^^/^^T5y-4-(l-^y^/V-lH-^yX>r^ 

^WJl06-lT*^Lfc^#)597.6mg(1.20mmol)^^5nil^^L, ^ifC24 

mmmwhtco bus&t®, mmzmau wv^y-v^mv/tm^^^Mc 

mm^M\z^xm%U ^IS^b^^536.5mg^ e^,@^^LT#fCo 
'H-NMR(500MHz,DMSO-d ): 5 = 

6 

0.84(3H,t,J=6.8Hz),1.20-1.45(4H,m),1.38(9H,s),1.62-1.70(2H,m),2.12-2.20(lH,m), 
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2.28-2.38(lH,m),2.87-2.95(2H,m),4.11(2H > t,J=7.3Hz),4.19-4.25(lH,m),5.11(lH > d,J 
=12.7Hz),5.16(lH,d,J=12.7Hz),7.13(lH I td,J=7.6Hz) l 7.18(lH,t,J=7.3Hz),7.30-7.43(5 
H,m),7.48(lH,d,J=7.6Hz),7.54(2H,d,J=7.6Hz). 

[0208] (HJ6^106-3) {s)-2-t-^Y^y^jv^;vr^-^\-^^;v-m-^x^ 
II^^J106-2^^*V^'fb^500.2mg(1.04mmol)^^f-y25ml(3:^jS|L, 

300.0mg(l. 56mmol\ O-^^/VtKn^V/VT^VHlmgd.UmmoD^P^T^ia-e 

mmmm-A) (sh2^-^h^^/^^7^/-A<i^y^;v-m-^y^^y 

^-;v-2-y(;v)-K-\iYv^s7^y*Y(D&f& 

ims<7*svj*mme^*to7Lxma.. Tkmnm&Tximmffifthtz, Emm 

{k&®296.9mg&&&mftkLXm£o 
[0209] (^ife^J106-5) (S)-2-T5/-4-(l-^^^^-lH-^yX^5^ > /-/V-2--f'/V)-N-fc 

^Jfe^J106-4^#e>nfc>fb^l99Jmg(0.492mmol)^25%hy7/^n^/^nn 

MS(Fab,Pos.) : m/z= 305[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O): 5 = 

6 2 

0.87(3H,t > J=6.8Hz),1.28-1.40(4H,m),1.75-1.84(2H,m),2.27-2.33(2H,m),3.14-3.21(2 
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H,m),3.82(lH,t > J=6.6Hz) > 4.33(2H > tJ=7.6Hz) > 7.48-7.55(2H,m),7.75-7.79(lH,m),7.8 
5-7.89(lH,m). 

[0210] (HJ60»J1O7) (S)-2-T5y-4-(l-^-^^/WlH-^<yX^^/-/W2-l'/V)-N-fcKn 

(HJ60II1O7-1) (S)-2-t-^h^r^/^^T^y-4-(l-^^-lH--<^X^^ 

|liifdl05-lT*#^fc>fb^^l.0049g(2.35mmol)^^nn^^y30ml^^L, 
n-^^y^T/Ux tK0.444ml(2.82mmoD^nx.T^?a-e80^^^L7to vCMJ 
T^h^i/*^b*«>^xhy^A718mg(3.39imol)^P^r^ia^0^^^byt 

®*U mS^l(hnll3g#U 60t:-e50^^^LfCo £j£**7&* 
'H-NMRteOOMHz.DMSO-d ): 5 = 

6 

0.84(3H,t,J=6.8Hz),1.18-1.45(10H,m),1.38(9H,s),1.62-1.70(2H,m),2.11-2.20(lH,m) 
,2.26-2.37(lH,m),2.87-2.97(2H,m),4.04(2H,t,J=7.3Hz),4.19-4.25(lH,m),5.11(lH,d, 
J=12.7Hz),5.16(lH,d,J=12.7Hz),7.13(lH,tdJ=7.6Hz),7.18(lH,t,J=7.3Hz),7.30-7.43( 
5H,m),7.48(lH,d,J=7.6Hz),7.54(2H,d,J=7.6Hz). 

[02 1 1] mmm 107-2) (s)-2-t-x b^y^/^^r^/-4-a-^r^/u-m--<>^^ 

ll«Jl07-lTi#ib;ft/cfc^698.9^ 

15ml{^^b, WSCI^^384.9mg(2.01mmol) x O-^VS^fcKn^/VT^ 
181.5mg(1.47mmol)^Px.T^a-C3 B mW,WLtz 0 KJE&fcTSL ?vv7tvVJ*&Mz. 
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fB©flS^»598.1mgSrefiJSfitLT#fc« 

mmm 107-3) (s)-2H-^h^^/^^r^/-4-(i-^^/v-iH-^^x^^ 

107-2-C#^^db^584.2mg(l .09mmo0**^^rf- V25mlt^fi?U 

/W»-T?#$&U $!E<£4fc^360.3mg£fife@#tLT#;fco 
[0212] (^Jg^J107-4) (S)-2-T5/-4-(l-^-^/V-lH-<^X^$^/-/V-2-^/l')-N-t: 

ll^f!ll07-3^#^nfc>fb^352.3mg(0.789nmol)^25%hy7/^D^/^na 
@4B&m#7A&U^y#y/V#7i^^h^ 

J:o-C#»»U *E©ffc^»©hy74^nfffflfc!l[ 163.5mgSrfifeH#ibT#fe. 
MS(Fab,Pos.) : m/z= 348[M+H] + 
'H-NMR(500MHz,DMSO-d +D O): 6 = 

6 2 

0.85(3H,t,J=6.8Hz),L18-1.39(10H,m),1.72-1.82(2H,m),2.28-2.35(2H,m) > 3.09-3.17( 
2H,m),3.81(lH,t,J=6.6Hz),4.30(2H,t,J=7.3Hz),7.41-7.52(2H > m),7.73(lH ) d,J=7.0Hz) 
,7.81(2H,d,J=7.3Hz). 

[0213] (2life#J108) (S)-2-T^y-4-(l-^n^v'/M^-lH-^^V5yy'-/V-2- 
(^Jfe^J 108-1) (S)-2-t-^h^^/^^T5y-4-(2-^n^^ V/M^KT^/ 
^«Jl05-lT*#b^fc^^l.000g(2.26inmol)^^nn^^V30mnc:^L, 
o^VNT-hyTirh^7K^b^^^hy^A718mg(3.39mmol)^P^T^mT-2^^ 
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MS(Fab,Pos.) : m/z= 524[M+H] + 
'H-NMRftOOMHz.DMSO-d ): 8 = 

6 

0.86-0.97(2H,m),1.10-1.23(3H > m),1.38(9H > s),1.49-1.70(4H,m) > 1.77-1.86(2H,m),1.8 

0-1.91(lH,m),2.022.13(lH > m),2.43(2H,t,J=7.3Hz),2.87(2H,t,J=6.1Hz),4.06-4.17(lH 

,m),4.85(lH > t,J=5.8Hz),5.11(lH,d,J=12.7Hz),5.16(lH,d,J=12.7Hz),6.52(lH,t,J=7.4H 

z),6.58(lH,d,J=8.1Hz),6.98-7.02(lH,m),7.06(lH J dd,J=1.3,7.6Hz),7.32-7.46(6H,m), 

9.10(lH,s). 

[0214] (^»J108-2) (S)-2-t-^h^^^=/WT5y-4-(l-^V^/WlH-^^X^^ 
^Jfe^Jl08-l^#^n/c>f^tl968mg(1.85nimo0Sr^20ml(C^j|?L, 

mmmwLtco ej&ht^ «$i«:e*u wv^>x~jmvtcmz?vv*/i>>j*iz. 

X*&m~Ltzmz.mm%gi;U £&}££THF lOml, ^y-ZMOmli^flfU Imol/lTk 
^bi?774-(?vv*/VJ*/ ? l?y~;Wz£<>XmmU ^I20>fb^713.2mg^e 

&m&tvxnti<> 

MS(Fab,Pos.) : m/z= 416[M+H] + 

(Hi£#|108-3) {S)-2-t-y*Y^i/^;V^;VT^-^\-^n^^;V^;V-\H- 

^^Jl08-2T^L^b^685mg(1.65mmol)^nn^/VA20ml^^L, 
\NSC\mm& 474mg(2.48mmol), 0-^>> ? /H:Kn^v'/WT$^213mg(1.73mmol)^n 

x.xm&x2 b mmwuc 0 Ri^mrm. ^n^v^M^xmm^ ma^M^ 
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MS(Fab,Pos.) : m/z= 521[M+H] + 
[0215] (HJfc^J 108-4) (S)-2-t-^h^v'^/^^T^/-4-(l-V^n^V/V^^/V-lH- 
^<>X>r^y-/^-2->f^)-N-tKn^^y^75K(D^ 

WSM 108-31?^Lfdb^t)466mg(0.896rmol)^^^i?-^25ml(C^b, 10% 
/^!>A^^140mg^Px.T^m, *##fflfcT^15l$raifc#Ut, £J&i&7# 

MS(Fab,Pos.) : m/z= 431[M+H] + 

(3lii#|108-5) (S)-2-T^/-4-(l-^^n^^^/M^-/V-lH-^^V5^y— ;V 
-2--r/V)-N-tKndr^y^7^K(0^ 

^^Jl08-4^^Lfc<b^329mg(0.763nimol)^25%h];7/^ng^^/^na^ 
/W*4ml{^fj?U ^M"C4^^^LfcSJS^T^, $^&W*U igfl^lHM 

MS(Fab,Pos.) : m/z= 331[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 8 = 

6 2 

1.04-1.21(5H,m),1.53-L62(2H,m),1.60-1.72(3H,m),1.81-1.92(lH,m) > 2.27-2.35(2H, 
m),3.17-3.21(2H,m),3.83(lH,tJ=6.6Hz),4.21(2H,dJ=7.6Hz),7.52-7.57(2H,m),7.76- 
7.80(lH,m),7.91-7.95(lH,m). 
[0216] (mMmi09) (S)-2-T^y-4-[l-(4-t-^^/V^<^^)-lH-^<^X^5:^^-/l'-2- 
-r/H-N-fcKD^r^^7^KWb^No.74]<D^ 

(HiS^Jl09-l) (S)-2-t-^hdfv^^/V^^T^y-4-[2-(4-t-^ r ^^^v?/V')T^y 

llife#Jl05-lTi#bft;Ufc^^^ 
4-t-^/^^XT/^tK0.416id(2.52mmol)^P^T^mT'755>^^LfCo^: 



WO 2005/073180 



100 



PCT/JP2004/019512 



o*C«f»U «IB«Mb^»1.02gSrfifeB«Lr#fc. 
MS(Fab,Pos.) : m/z= 574[M+H] + 
'H-NMRCSOOMHz.DMSO-d ): 6 = 

6 

1.25(9H,s),1.38(9H > s),1.80-1.92(lH,m),2.02-2.16(lH,m),2.46(2H,t,J=7.3Hz),4.07-4 
.15(lH,m),4.27(2H,d,J=6.0Hz),5.10(lH,d,J=12.7Hz),5.16(lH,d,J=12.7Hz),5.55(lH,t 
> J=6.0Hz) ) 6.49-6.54(2H,m),6.91(lH,t,J=7.5Hz),7.11(lH,dd,J=1.3,7.7Hz),7.31-7.42( 
10H,m),9.15(lH,s). 

[0217] (mfc#|109-2) (S)-2-t-^>^i/^/^^/^T^7-4-[l-(4-t-y^/V'--<^v ? /V 

^»J109-lT*#^c^#)1.02g(1.77mmol)^^5mnc^L, 60X^1.51$ 

mmwLtco RfcmT&, fm&mzu h^^^mvk.m^^^Mm 

MS(Fab,Pos.) : m/z= 556[M+H] + 
'H-NMRteOOMHz.DMSO-d ): 5 = 

6 

1.22(9H J s),1.37(9H,s),2.09-2.20(lH,m),2.23-2.32(lH,m),2.86-2.99(2H,m),4.20-4.2 
7(lH,m),5.09(lH,d,J=12.7Hz),5.13(lH J d,J=12.7Hz),5.37(lh,d,J=16.8Hz),5.42(lH,d, 
J=16.7Hz) l 7.00(2H,d,J=8.2Hz),7.17(2H,d,J=8.2Hz),7.32-7.39(7H,m),7.40-7.44(lH, 
m),7.57-7.61 (lH,m). 

[0218] 109-3) (S)-2-t-^h^^^7j<^T^y-4-[l-(4-t-^^-<>'> ? yV 

)-\H-^Xs(*yv~~;V-2-4M-7*^)y?Ti/yY(D&m 
^Jg^J109-2T*#^fcfb^^l976mg(1.76mmol)$rTHF lOmb**/— /M0mlfci§ 
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MS(Fab,Pos.) : m/z= 466[M+H] + 
[0219] (^Jg^J109-4) (S)-2-t-^h^^/V^^T^y-4-[l-(4-t-^^/l^--<>'v ? /^ 

MH-^vX^^V— /W2-^/v]-N-hy^/i^^S^f-^K<^$ 

^i!^109-3X?#b^>fb^748mg(1.61mmoD^no^/^22mHC^L > 
WSCI&®?i&462mg(2.42mmolX HOBt 218mg(1.61mmoO-S.t^O-hy^/H:Kn^i//V 
T^488mg(1.77mmol)^Px.T^aT*15^^^#Lyc: 0 S&l&TgL ^nntfvKk 

l H-NMR(500MHz,DMSO-d ): 8 = 

6 

1.22(9H,s),1.33(9H,s),1.63-1.82(2H,m),2.56-2.61(2H,m),3.92-3.98(lH,m),5.31(2H, 
s),6.97(2H,dJ=8.4Hz),7.02(lH,d,J=8.0Hz),7.14(2H,d,J=8.2Hz),7.21-7.37(17H,m),7. 
39-7.43(lH,m),7.53-7.58(lH J m),10.44(lH,s). 
[0220] 109-5) (S)-2-T5/-4-[l-(4-t-^/V^>'^/V')-lH-^yX-l'^^-/V 

^ffi^J109-4T*#^/c>fb^313mg(0.437nimol)^25%hy7/^n@^^/^nn^ 
>^A3mlfcigft?U gSHt?7B*MJlt^Lfc. M^HI^U 

MS(Fab,Pos.) : m/z= 381[M+H] + 
'H-NMR(500MHz,DMSO-d +D O): 5 = 

6 2 

1.24(9H >S ),2.29-2.35(2H,m),3.19-3.26(2H,m),3.83(lH,t,J=6.6Hz),5.60(2H,d,J=10.4 

Hz),7.20(2H,d,J=8.5Hz),7.39(2H,d I J=8.5Hz) I 7.41-7.51(2H,m),7.70(lH, 

d,J=8.1Hz),7.79(lH,d,J=8.1Hz). 
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[0221] mmmno) (S)-2-r^y-A-(5,6-^f-^-l-^ti\: 0 /U-lH-^yX^yy-^-2- 
-Y/V)-N-tKn^i/^75KWb^No.94](Z>^ 

(HMJl 10-1) (S)-2-t-^>^V^/V^-/VT 5/-4-(2-T^/-4,5-^f-/W7^ 

WSCI^^4.26g(22.2mmol), HOBt 2.20g(16.3mmol)^Px. N ^&T?15 
^^S^$^fCor(D^^4,5-^^Wl,2-7a:^^y^T^y2.42g(17.8nimol)(D 

3.03g^e^^ H i:LT#/c o 
MS(Fab,Pos.) : m/z= 456[M+H] + 
[0222] (2l»!|l 10-2) (S)-2-t-^>^V^^-/VT^y-4-(5,6-v J ^^-l-^ , ot> 
-m-^yXy(^/-;v-2-^;v)-zr^)y^Ti/yY ^l/V/v tt^r/W&fc 

^J60mo-lT#b;ftfcft^519m^ 
nt°^yT^xtK0.083ml(1.25mmol)^Px.T^M-ei55>^^tfc o ^XhVT 
ir^i/7R^*?ilf^hy?A350mg(1.65^^^ 

lmol/l7K^b^hy^A*^^P^T^L/c„ ^Jia^nn^/W^&aiU 9c 

(Dmmmt&ttf&miaMTkxfcfru mAmm-rbv^x^Lt^ mm&® 

v^yM7^^h^y^-(^^y/mm^^)KX<>xmmu mm^t 
&m28imgzm&favt%>bLxnti 0 

MS(Fab,Pos.) : m/z= 480[M+H] + 
'H-NMR(500MHz,DMSO-d ): 5 = 

6 

0.83(lH > t,J=7.3Hz),1.38(9H,s),1.66(2H,sextJ=7.3Hz),2.04-2.17(lH,m),2.23-2.35(l 
H,m),2.27(3H,s),2.31(3H,s),2.79-2.92(2H,m),4.01(2H,t,J=7.3Hz),4.15-4.22(lH,m),5 
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.09(lH,d,J=12.5Hz),5.17(lH,d,J=12.5Hz),7.26(lH,s),7.30(lH,s),7.31-7.40(5H,m),7. 
54(lH,dJ=7.8Hz). 

[0223] (mMM 110-3) (S)-2-t-y b*irtArf-/VT$S-4r(5,G-i?^/V-l-'7u\?fl' 

|life^ll0-2^#bn^b^280mg(0.584mraoD^^^^15ml(^^L, 10% 

^mmKXoxmmzmizu mt^nu^vKimwzmmu wscim^ 

167mg(0.872mmolX HOBt 94.2mg(0.697mmol)S.U ? O-MJ^/VtKndr^/VT^^ 
161mg(0.585mmol)^n^T^mT*2 0 WiWMJZo BLfc%k7'&, ^na^/W^Px. 

fatfMb'8*76mg£ 6 £ @#i:LT#fco 
'H-NMRCSOOMHz.DMSO-d ): 6 = 

6 

0.83(lH,t,J=7.3Hz) f 1.34(9H,s) ) 1.63(2H > sext,J=7.3Hz),1.60-1.71(lH > m),1.72-1.82(l 
H,m),2.28(3H,s),2.31(3H ) s),2.43-2.60(2H,m),3.90-3.97(3H,m),7.02(lH,d, 
J=8.2Hz),7.21-7.39(17H,m). 
[0224] mi&ffl 110-4) (S)-2-T5/-4-(5,6-v > ^^-l-^Pt 0 /W-lH-<^V^yy-/W 
-2-^/V)-N-tKn=3r>'^^7^K<D-^^ 
^«JllO-3T*#b^yc:^^276mg^O c C^ML, 25%hy:7/V;f ng^/^nn 

^A^2.8mi^px., ^m-rno^p^m^L^o RfofeTWi. mm&mizu 

Lfc&, ^y#^/V#7i^o^h^:7^ 

SUU ^IE^b^^hy7/^n^^57mg^&fe@^L-r#fc 0 
MS(Fab,Pos.) : m/z= 305[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.94(lH,t,J=7.3Hz) > 1.83(2H,sext,J=7.3Hz),2.23-2.30(2H,m),2.39(3H,s),2.41(3H,s),3 
.13-3.22(2H,m),3.80(lH,t,J=6.6Hz),4.28-4.36(2H,m),7.55(lH,s),7.75(lH, s). 
[0225] (MMM 111) (S^2-T^7-4-[l-(4-t-^^/^^v ? /k)-5,6-v ? ^^/V-lH-^<^X^ 
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II^JllO-lTiiibft;^^ 
4-t-/f;^yX7/Vf tK0.200ml(l . 32mmol)^P tlX^MX^W^WU^ #C 

^uc 0 mm*%£u mmmmimuzmmu 6ovx2mmmwLtc 0 
i-hv^Amm, $&fa-kM*xm&Ltc 0 mfrmki-hw^xfttikLtcmmm 
mmu mmvik&mmmgzm&mwimbLxntco 

[0226] (HWJl 11-2) (S)-2-t-^h^v'^/Vfc^T^y-4-[l-(4-t-y^-^<y^ 
)-5,6-^^/WlH-^>-X^^y-/W2-^/W]-y^yy^T^K<7)^ 
HJfefcll 1 l-lT*#bttfcfb'^^J483mg(0.827mniol)$rTHF 5mL&.tW/— ^5mlf£ 

i«£W£U lmol/li£^J;oTpH£5ttj£Kil^Uto ^pn*/VA-C&WL 

, mftic&Tkxfcfr^ m*m&i-hV'>&xi&mi<tc 0 mmm^tdk, mm* 
mm^^/^^-yxnitmu mm<D4k&m55m g %&&mfctL,xmtc 0 

CMMffln 1-3) (s)-2-t-^h^v/^^^/vT5:y-4-[i-(4-t-^^/v--<^v ? /i- 

)-5,6-^^/V-lH-^^X^^^i/-^-2-^]-N-hy^^V^^7^K^^ 

MMffll 1 l-2T*#Pj^cfk^352mg(0 .712mmol)^nn^A10mUC^U 
WSClJ^^|g204mg(l .07mmol) , &tfO-hy fVMiKndr V/VT^2 15mg(0.78 lmmol) 

&u\}x.xmux2 9 mmwvtco 5n&mT'&. ^n^jv^mx.xmm^ m^a 
mfcxvcftu m^mm-thv^x^^tco mmzg^u m&rswf 
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[0227] (Hlfe^Jlll-4) (S)-2-T^y-4-[H4-t-^^-^^> ? ^)-5,6-v ; ^^-lH--<^ 
^Jfe^l 1 l-3T*#^fc^^276mg^0 c C^^*PL, Amol/mitT^m/^^y 

ffc^O&^S 66.7mg£efe@ft£LT#fCo 
MS(Fab,Pos.) : m/z= 409[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 6 = 

6 2 

1.25(9H,s),2.30-2.37(2H,m),2.34(3H,s),2.38(3H I s),3.25-3.35(2H,m),3.86(lH,t,J=6.6 
Hz),5.63(2H,s),7.21(2H,d,J=8.5Hz),7.39(2H,d,J=8.5Hz),7.58(2H > s). 
[0228] (MMMl 12) (S)-2-r $y-4-(5,6-^nn-l-^ntr/WlH-^<>'X>r^>'— /V-2- 
></W)-N-tKn^^^7^K[>fb^No.95]<7)^ 

(Hifcflli i2-i) (sH-t-yh^^/^^/wr^y^^-r^/^.s-^pn-y^ 

20mHdgfi?U WSCI&lfe£L70g(0.888mmo])* HOBt 0.881g(0.651mmol)^nx.> £ 
M-ei5^P^SJS$-frfCo vL(D*M£4,5-v^n 0-1,2-7^1/^X^^1. 26g 
(0.710mmol)tf)DMF 20nd^{Cgm^2.5f$^jMtTMTLfCo &mx£b\Z22& 

[0229] (HWJ112-2) (S^-t-^b^^/^^/VT^/^^-^nfcVVT^y^.S-^nn 

Wm\ 12-lT*#^fc^^500mg(1.01mmol)^^nnai^^l5ml{C^L, ~7 
o^^T/Wy f fcK0.116ml(1.62mmol)^XL-C^-C15^^^L^o v?MJT 
i?h^^7K^^^!>^^hy^A360mg(1.70mmol)^P^T^?aT-22^^^bfc 0 
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(MMMl 12-3) (S)-2-t-^h^^/^^/PT^/-4K5,6-^nn-l-7 p ntVWlH- 
%mm\\2-2Xnhfltz^m 373mg£@im5mUC^fi?U 60^2 0 ^it#b 

lmoviTkmfcT-hw^&mwi, m\£ii&7kxifc&i,tc<, m*.timi-bvtJ»xfc%i 
Ltzm^mm^m^u mm^yv^/v^y^^b^yy^-(^^^/m 
m^v^oxmmu mm<Dfc&M255m g zm&feW:mkisxntc 0 

[0230] (MMM 1 12-4) (Sy2-t-^V^^^^T^-4-(5,6-^ua-l-y 0 u tVWlH- 
imMl 12-3T*#e)ttfc^^259mg(0.490mmol)?rTHF 2.5mL&UW/-/l' 

Ri&mT&, mmz^u m®*, imoi/imm^Mx.pH^6Hj5:tu 
(Dik&yommgZ&m&mftbLxmtc* 

II^Jl 12-4^#^tvfc>fb^l97mg(0.458nimol)^nn*:/^6ml £l§fi?U 
WSCI&^1& 132mg(0.689mmol) > HOBt 68.0mg(0.503nmiol)&tf O-hy^/VfcKn^ 
vvV-T^y 139mg(0.505mol)^n^-C^M-e22NF^^tfc o £J&i&7&, ^od* 

asi^y^y^7A^n^h^^-(^f-^/^^/v)^ioT 

*tMU ^fE^b^l53mg^S€@^i:bT#^ 
'H-NMR(500MHz,DMSO-d ): 6 = 
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0.83(lH,t,J=7.3Hz),1.34(9H,s),1.63(2H,sext,J=7.3Hz),1.60-1.71(lH,m),1.72-1.82(l 
H,m),2.28(3H,s),2.31(3H,s),2.43-2.60(2H,m),3.90-3.97(3H > m),7.02(lH,d,J=8.2Hz), 
7.21-7.39(17H,m). 

[0231] mmmi 12-6) (s^-r^y-^s.e-^nn-i-^ntvwiH-^^x-r^i/-^ 

MMffll 12-5-e#ib^/C'fk^l53mg(0.223mmol)^0 < C^^iPL, 25%MJ7/V^~n 

MS(Fab,Pos.):m/z= 345,347,349[M+H] + 
'H-NMR^OOMHz.DMSO-d +D O): 5 = 



0.88(3H,t,J=7.3Hz),1.72(2H,sext,J=7.3Hz),2.23-2.35(2H,m) ) 2.87-3.02(2H,m),3.80( 
2H,tJ=6.6Hz),4.14(2H,t,J=7.3Hz),7.86(lH,s) > 8.01(lH,s). 
[0232] mMMl 13) (S)-2-TK/-i-(5,e-^uu-l-^y^;U-lH-^yX4^^--/^-2- 
^)-N-tKn^v-^7^KMb^No.96]0^ 

(H»J1 13-1) 2-t-zf h^i/^7/^^/VT^y-4-(2-^^^/VT^y-4,5-^nn-7 



M1&Mll2-lX'&btltcik&m 503mg(1.02mmol)^^nn^y 15mU£$$?U 
^nfc^VT/VxtKO. 172nU(1.62mmol)^Px.T^iaT*60^^^LfCo ^XbV 
T^h^7K^^*!>^hy^A360mg(l.70inmol)^P^r^aTn8^^^L^o 
5immT&, lmo\/l&mik^hVVJ±7kf&m$:toz.Xfrmi,tc 0 i^m^h^u^VM, 

x#\Mu ft(ommmt&tt&ft'ki&*xifcfru m^mmi-bv^x^m^tc 
/Wzxoxmmu mtznik&msimg^&favtvotLxmco 

[0233] (H»iJ113-2) (S)-2-t-^h^^/W7^-/VT^/-4-(5,6-^nn-l--;i/^ 
-lH--<^X^y^— )V-2-4>V)-z?^hyVT*svY ^<y*y;V ^7Sr;V(D&j& 
«^|113-lT*#^fc^^ 457mg^^ AmUmMU 60X:X2 B fflMWlstc 

o 5ifomT'&. mmz^izu wv^x&mutM.^vv^Mz.mMu imoi/i 
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(W&Wl 13-3) (S)-2-t-y h**S%/l'y$~frT$S-4:-(5fi-i??vti-l-'<y?-;V 
^160!|113-2'T?#^fc'fb^249mg(O.453nimol)SrTHF 2.5ml&. 

<7Mt^ll2mg£^£@#£LT#fCo 
[0234] (HWJ113-4) (S)-2-t-^h^r^T^y-4-(5,6-v ? ^nn-l-^>'^/V-lH-^<^V^ 
^y-/W-2-^/V)-N-hy^/V^dr^^^7^KO^ 

Hifeflll tt-ZX-mtbtltcfc&mi 12mg(0.245mmol)^^nn^A4ml (C^ftPU 
WSCI^l^ 70.3mg(0.367mmol) > HOBt 36Am^fi.269mmol)RW-h]}^-^V^ 
i/;VTVs 7O.8mg(O.257mmol)^Px.T^T*4 0 TO#Ut> £J&)&t-7^> ^dp* 

[0235] (Hi£#|113-5) (S)-2-T^y-4-(5,6-^nn-l-^^^-lH-^<^X^yy-/V 
-2--r^)-N-tKn^r^^7^KO^ 

%MMl 13-4T*#^tlfdb^l 12mg(0.223nimol)£0 < C^i££PU 25%MJ7/^n 
^^/^nn^A^1.2ml^Px., ^?&T-2l$P^#Ut, KJ&ii&T#, 

ioTfS^U ^IE^^^hy7/V^ng^^41.0mg^e#,@^LT#yt, 
MS(Fab,Pos.):m/z= 373,375,377[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.86(3H,t,J=7.3Hz),1.20-1.37(4H > m),1.69(2H I quint,J=7.3Hz),2.23-2.35(2H,m),2.87 
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-3.01(2H,m),3.80(2H,tJ=6.6Hz), 4.17(2H, U=7.3Hz),7.87(lH,s),8.00(lH,s). 

[0236] mmmiu) (sH^^^f/wr^H-a-^^-iH-^^^ 

jA- /V-2-^/V)-N-tKn^rv'^7^KMk'^^No.97]<D^ 

(H«J 114-1) (S)-2-(N-t-^ h^^/^^/V-v'^n^^V/^^V-T^y 

)-4-(l-7 P nfcVWlH-^<^V$^)/-/W2-^)-^^y5/^TV^K ^vVv ^ 

^^Jl05-3r*#btvfc>fb^798mg(1.65nimol)^4mol/l^b7R^/i/^^^ 

smit^asu mmx'immmwLtc. BLmmr®. mmzgau m^cmm^ 

#y 20mU£?g$?U ^^n^^^/V^/V/KT/VxtK0.220nU(l.82niniol)^Px.-C^ 

x#mvtz 0 *Mfrb?w*/\sj»xmMu ft<Dmmmt&frit®%i'km.*x$cft 
u MTkmmi-hvv&x&mLtco mmzm^u mmzDMF umummu ^-t- 

^h^v^/l^-h 396mg(1.82mmol)^Px.60t:T*2 0 fflfflfcLit. SfS^T^ 

\z.£^xmmu mm<D4k&m52mg%m&%ifflmfcbvxmc 0 

[0237] (MMM 114-2) (Sj^-CN-t-^h^iX^/^ri/V-^^D^dr^/M^-T^/ 
)-4-(l-7 P ntVWlH-^^X^^^>^-/k-2-^)-^^yy^T^5/K^^^ 
HiS^JlH-lT'^^fcft:^ 652mg(1.19mmol)^v ? ^-=¥f-^30ml{C^L, 10% 

/^^^m i96m g ^px.T^, 7^m^mnrx2BmmwLtco sj»7& 

m 507mg£3fc$?£}|ft$|^ft£LT#fCo 

mWfr\ 1 14-3) (S)-2-(N-t-y h^^^^^^^n^drv-/M^/V-T5:/)-4-(l- 
ynfcVWH-^X-f^y— /V-2-^/^N-^^v ? /V^drv^^y^K(D^ 

WSCI^^ 182mg(0.950mmol)2Slt^O--<^/VkKD^r>'/WT^>' 
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94mg(0.757mmol)^PXL, mU.X22tifmHtWLtc 0 Elt^T^ 0.1mol/l^, £&fr 

[0238] mmmiU-A) (S)-2-(i/^o-s^^Mf-/V-T^y)-4-(l-7 P ntVV-lH--<yXV$ 
yy ? -/V-2-^)-N-fcKn^f^y^75K(0^^ 
MMMl U-ZX*nbtltcik&Vd 292mg(0.519mmol)^^^^10ml5.^^y— 

;v 5m\\mmu iws^w&mm wmg*i)\\^xm&x\mTmwv,tz* bli&w? 
rm, ±y4bmm^xoxmmm^u mmzg^vtzo nbtitcmm 26o mg o 

ftMtt&Uto K£**T&> mm&®4xU mt&y } )%>f>\'l] 3 7Jx>?xx^W 3 774 

ffifctLXntc. 
MS(Fab,Pos.):m/z= 373[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 8 = 

6 2 

0.94(3H,tJ=7.3Hz),0.95-1.02(2H,m),1.12-1.27(3H,m),1.60-1.88(8H,m),2.32-2.40(l 
H,m),2.40-2.49(lH,m),2.65(lH,dd,J=12.2,7.1Hz),2.82(lH,dd,J=12.2,6.6Hz),3.18-3. 
22(2H,m),3.79-3.83(lH,m),4.33(2H,J,t=7.3Hz),7.51-7.55(2H,m),7.76(2H,m),7.90(2 
H,m). 

[0239] mMmil5) (S^2-T^/-4-[l-(2,3,5,6-^h77/V^-n-4-7<h=¥V-^:^/V)-lH- 
^VX^^^y-/W2-^/V]-N-tKn^i/^7^KM^^No.98](0^ 
(H»»J115-1) (S)-2H-^h^^/^-/VT^/-4-(l-^^7/V^-n7^ri/M 

fife 

H]fig^|105-l-e#e>tVfc>fb^ 502mg(1.18mmol)£DMF lOmlfc&fcU ^Bt&y 
•>A174mg(1.26mmoO&tf^:'*:7/l'^^ 
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[0240] mMMi 15-2) (sH-T^y-Mi^.s.s.e-xhyy^o-^h^^-^^^ 

HJfefll 108-l^^tl/fc'fk^«»578mg(0.980inmoO^THF 6ml&.tW/— ;V6mllC 
»0*U lmol/l*S6fl^hy*^*i§$fc 6mlSrilD^TM-C4.5l^|»HJt»Ufc 0 5tJ£)&t- 

517mg£#fco r<Z>5*>309mgSr^nn^A6ml £ig#?U WSCIifi8fcS& 
187mg(0.977mmol) x &TO-hy^vVfcKn3r>'/VT^ 178mg(0.646mmol)$rin^T^ 

a-cisi^MtWLfco sjs^rm, 4rt*v*A'A&iin*xm8*s mn^m^xm 
^yy^-(^^/mm^^x^xmmu m&w\&toi2Am&&&mi* 
[0241] (mmmms) (syz-r^-^i^^fi-^h^y/^ti-^b^-^y^ 

||^115-2"e#^fdb^l24mg(0.291nimol) StfCKlftSPU 4mol/l^ffc* 

^feta*., ^y-yxifcftLtco *#;-ji'm*mffiL>xmm%i/v*v t ^%7 

^(Omm 33.9mg^e#.@^LT#fCo 
MS(Fab,Pos.):m/z=427[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

2-33(2H,m),3.20(2H,tJ=7.5Hz),3.83(lH,t,J=6.8Hz),4.06(3H,s),5.75(2H I s),7.46-7.54 
(2H,m),7.73(lH,d,J=7.6Hz),7.77(lH,d,J=7.6Hz). 
[0242] mMmUS) (S^2-T^/-3-(4-^n7K^^^^)-N-tKndr^nt 0 ^-^T^K[ 
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fb^No.49](D^ 

(MMMl 16-1) (S)-2-t-7>*:X#/V/tf~/VT5/-3-(4-^ 

TfT|g(DN 0 -Boc-^niy^^^7 1 /^ 509mg(1.71mmol)<SrTHF 15mlK:$gfl?U 
*^^^hy , >^(60%) 74mg(1.85mmol)^q^, ^fi-C5£f^it#LfCo C^^l-3- 
K^n/-?^ 0.700ml(5.23mmol)^P^, 60X:X^mmWVtc o Efofcr^ 

[0243] mmmU6-2) (S)-2-t-^>^^7V7K^/VT^/-3-(4-7 P n#^i/7 ;I :^/V)-N-hy 

HJ60II1 16-ir*#^tb/c^^J279mg(0.828mmol)^THF 2.8mLK.tW/— /V 
2.8mH£i§#U lmol/lTK^b^hy^A^K^ 2.8ml£;&n*Tgfi^27l^j^L 
fc 0 iggfc£r©*U lmol/l£8&K:J:oTpH£2~3fcP!gUt, ^pp* 

5feLa^^nn7j>/^8ml [Z.mMU WSCI^& 234mg(1.22mmol), HOBt 
132mg(0.977ininol)^.T^O-|>y^/VkKndri//VT^^ 236mg(0.857mmol)^P^T^ 

U M7k«^hy*AT^Lfc 0 2«£@ifeU m&k^)*>f)\>l> : 7MK'*W 
y7j-(?vv*/]s&/&m^*)lz£<>xmWlU ^IE(D^^285mg^e^@ 

(HJfe^ll 16-3) (S)-2-T^y-3-(47 p n^iy7a:^)-N-tKndf->>7 p c2t 0 ^-^T^K 

HiS^Jll6-2-e#P>tv^b^l37mg(0.236mmol) StfCKft^U 25%hy^/^n 

m<D4k&mobV7^*mmm8mgz&&®ftbLxntc < > 
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MS(Fab,Pos.):m/z= 239[M+H] + 
'H-NMRtfOOMHz.DMSO-d +D O): 6 = 

6 2 

0.97(3H,t,J=7.3Hz),1.71(2H,sext,J=7.3Hz),2.89(lH,dd,J=13.7,6.9Hz),2.95(lH,dd,J= 

13.7,7.5Hz),3.65-3.70(lH,m),3.90(2H,t,J=6.6Hz),6.89(2H,d,J=8.7Hz), 

7.11(2H,d,J=8.7Hz). 

[0244] mmm 1 1 7) (s)-2-r$/-3-[4-(4-t-^/^ >*j;\'tt ;} s)y=.~>vYn-}iYn3c 

mMMM-1) 2-t-^>^V*/V^^T^y-3-[4-(4-t-^^^^v ? ^^v')7 

rfi|g(DN c '-Boc-^ni/y^/W^7 i /V 513mg(1.72mmol)£THF 15mUC$tf$U 
7km4t1-hVVM60%) 74mg(l.85mmol)^Px., gire5£fe9if #Lfco Z.Z.K4-t-7 
^■/V^y^jVzfn^Y 0.370ml(2.06mmol)^P^., 60^2 0 t^mWUto 

7'&, mmzgau ^n^;vMmmuz.%, o.imoi/i&st mi-m^xim 
v^h?yy>(-^*y-y/mm^M\z^xmmu $iiEtf>fi^j659mg£& 

[0245] mmmm-2) (S)-2-t-y b^y^/^^7^/-3-[4-(4-t-^^y^/V^ 
Hlfe^Jl 17-lT*#^n7J1^^615mg(1.49mmol)^THF 6.5mL5.UW/— A-6.5ml 

icmmu imoi/i^miti-bv^Tkmrn e.smi&Mz.xmuxi.smmmwLtz* s 
mmm. nmzmizu lmoi/mmfcXoXpHzz-ucm&Ltco ^on^-c 

ig£^nn/}vKM0ml izmmU WSCI^^ 428mg(2.23mmolX O-hy^/VfcK 
u^yjVT^y 410mg(1.49mmol)^Px.T^MT*3 0 mMWLtz 0 Rfc%&TWi, ^no 

*;vj»*mx.xM®*. mt-kmtxmftu mimm-rvvy^x^m^tco mm 
^xmmu mm<Dik&miomg%&&®fttLxmc <> 

[0246] (MMM 1 1 7-3) (S)-2-T^ /-3-[4-(4-t-:/ f-)\"<W)Vi!& */) y^=-;V]-n-\i Kn 
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*>>y 9 u\Hr>'T$.h*<D&& 
HJfe^J117-2t?#e>tV^^^193mg(0.282mmol) SrOTC^&iPU 4mol/l&>fb7k 

MS(Fab,Pos.):m/z= 343[M+H] + 
'H-NMR(500MHz,DMSO-d +D O): 8 = 

6 2 

1.28(9H,s),2.90(lH,dd,J=6.7,13.9Hz),2.96(lH,dd,J=7.3,13.9Hz) > 3.70(lH,dd,J=6.7 > 7. 
3Hz) > 6.97(lH,d,J=8.7Hz),7.13(lH,d,J=8.7Hz),7.37(lH > d,J=8.5Hz),7.41(lH,d,J=8.5H 
z). 

[0247] (MMMl 18) (S)-2-T^/-3-[4-(2-7^-/V^^v ? /V^^)7i^/H-N-tKndri/ 
l/nfc^T^KMb^tlNo. 100]<^f& 

(^Jfe^)118-1) (S)-2-t-yh^i/^/V7K^T^/-3-[4-(2-7o:^/^^v ? /^=3r 

r|T|g(DN a -Boc-^n-»^;^^x7V' 503mg(l .69mmol)£THF 15ml^^U, 
7K^^hy^^(60%) 74mg(1.85mmol)^Px., m&X^ftmMWVtCo rrfc:2-:7n, 
-/l^^/K/n-^fK 0.368ml(1.41mmol)^Dx., mX^XlSm^UWWz^ fflfefe 

ut 0 mm^m^mm-rhv^xn^, mm^^u mm^yvx^xyw 

[0248] mmmm-2) (s)-2-t-:/ y**s*;vtf~;vT^;-z-{A<2-y^~;v^si?M* 
i/)y^~M-N-Yy^jvtti/y*uttvT^Y<D&& 

MMM 1 18-lT*#btl/fcfl:^648mg(l .47mmol)£THF 6.5mlK.UW/— /W6.5ml 

m7&. mm^^u lmoi/mm^x^xpmz^zmMvtzo ^nn^fi 
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£*nn7jvW»12ml ^ft?U WSCI^^ 437mg(2.28mmol) > RW-hV^^ti 
**y;VT^ 422mg(1.53mmol)^Px.T^mT*3 0 RBflttfUt, SJ&if&T^ 

^^mx.xmm^ &fa$tm&x*mftu m^mmi-hv^^x^vtc. mm 
oxmmu mfz<D4t&m2imgz&&mfcbLxntz 0 

[0249] (WfcW 1 1 8-3) (S)-2-T5y-3-[4-(2-7ai^^< W/Vtt i/)y ^-M-N-tYxi 

^^J118-2^#btvfc^^l54mg(0.218mmol)^nn^A0.5mHC^LT 
0t^&£PU 4mol/l^b7K^/^^f-^^2ml^Px., 'MM.XZmT^Wfc^ 

/^y-^Kx^xmrnu m^o^^mmm. n.2mgz&&mfctLxmc 

o 

MS(Fab,Pos.):m/z= 363[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

2.90(lH,dd,J=6.6,13.7Hz),2.96(lH,dd ) J=7.6,13.9Hz),3.68-3.73(lH I m),6.83(lH,d,J= 
8.7Hz),7.10(lH,d,J=8.7Hz),7.34(lH > d,J=7.5Hz),7.37-7.48(5H,m),7.59(lH,d,J=7.5H 
z). 

[0250] (mMMl 19) (S)-2-T^y-3-[4-(4-=hn^y^/^dr>>)7i^/V]-N-fcKn^v/7 P 
n t^yT^KWk-a-^No. 101](D^ 

(MMM 119-1) (2-t-^h^^/V^^^T5/-3-[4-(4-^ho^>-^^=¥^)73i^ 

rtj|g<DN°-Boc-^-d^^^^7 1 /V 257mg(0.865 mmol)£THF 7.5ml{C^fi|L 
^ 7K^'fb^hy^A(60%) 37mg(0.925mmol)^Pxi, ^?aT*205>^^LfCo ^£4- 
^hn^i^/n-^TK 217mg(1.04mmol)^nx., ^-Cllli#F^#L7io 

v^hfyy^-^^/mm^Miz^xmrnu ^iEo^^288m g ^e 
temfttLxmc 
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[0251] (MMMllM) (S)-2H-^h^^/U^/VT^7-3-[4-(4-^hn^^v?/^^r^)7 
MMWl 19-lT*#e>ixfdb^288mg(0.669niraol)^THF 3.5mLftUy fV 

tco 5ti&mr&, mrnzgau imoi/mmKx<>xpH^3-AKmm.tc 0 

172mg(0.898nimolX &lK)-hy^/Vt Kn^vvKT^ 181mg(0.657mmol)^nx.T^ 

ux*2 0 mmft^tco Emm®, ?v**;vj±znz.xmm*. m\&m<.xm$ 
u M*mmi'hV'?^xf&mLtc 0 mmz^nu mm&^wfMywwv? 

fttirxmtco 

[0252] 111 19-3) (S)-2-T^/-3-[4-(4-^hn^^i//^^r^)7^^]-N-tKn^i/ 

HJ£^J119-2T*#e)^C>fb^337mg(0.500mmol) SrO^ftiPU 4mol/l±fr(fc7k 

^/^^^-e^«r^^j;<9, mm<Dfc&v>}(Dm.mM. i29m g &6&@#a/r 

MS(Fab,Pos.):m/z=332[M+H] + 
'H-NMR^OOMHz.DMSO-d +D 0): 8 = 

6 2 

2.91(lH,dd,J=13.7,6.6Hz),2.97(lH > dd,J=13.7,7.6Hz),3.71(lH,t,J=7.1Hz),5.26(2H,s), 
7.00(2H,d,J=8.7Hz),7.15(2H,d,J=8.7Hz),7.72(2H,d,J=8.8Hz),8.26(2H,d,J=8.8Hz). 
[0253] (mMffll2Q) (S)-2-T^/-3-[4^2,4-^7/^n^>'^/V^-drv/)7 ; c^/H-N-tKn 

(^iS0lll2O-l) (S)-2-t-^h^i/^/V^/VT^/-3-[4-(2,4-^^n-<^v?/^ 
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rtT|SON°-Boc-^Diyy^^/V^7 L /V 500mg(1.68mmol)£THF 10mUC^S?U 
7kmk1-hVVMG(M) 74mg(l.85mmol)^P^, mM.X*60&mW.WLtz o ^K2,A-J 
7/V^-n-<^v?/^n^K0.256ml(2.02mmol)^Px, &M.'V25f$fSlfflfcU£ 0 

[0254] (^Jfe0Hl2O-2) (S)-2-t-^h^^^/^^/VT^/-3-[4-(2,4-i?7/^n-<^v?/^ 
HJfe0lll2O-l'e#bHfc>fb^632mg(l .50mmol)£THF 6ml2fctW/— /V6mH;: 
&Si£©*U lmol/l£g&lCfcoTpH£3~4fcfMil,fco ^nn^tiffl 

?nn/}vKM0ml ft^U WSCIifiBfeE 430mg(2.25mmol), RXFO-hV^tVv* 
*S/VTVs 453mg(l.65mmol)^Px.T^ia-e3 0 ffifflftUt* KlSHITSK ^on* 

[0255] l 20-3) (S)-2-T$/-3-[4-(2,4-^7/^o^y^^ V)73:=vl']-N-fc 

3l«J120-2^#b;fr;Ub^306mg(0.4l6mmol) SrO'Clil&iPU 4mol/tfrfb7k 

m. 125mgSr&fe@fri:LT#fco 
MS(Fab,Pos.):m/z=323[M+H] + 
'H-NMRftOOMHz.DMSO-d +D O): 8 

6 2 

2.91(lH,dd,J=13.7,6.7Hz),2.98(lH,dd,J=13.7,7.5Hz),3.72(lH,t,J=7.2Hz),5.07(2H,s), 
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7.00(2H ) dJ=8.7Hz),7.11-7.20(lH,m),7.16(2H,d,J=8.7Hz),7.27-7.32(lH,m),7.59-7.6 
4(lH,m). 

[0256] (HJfe^J121) (S)-2-T^y-3-[4-(4->'T/^^^^v')7^7V]-N-tKn^i/y 

(mmmm-D (s)-2-t-^h^^/vfc/vT^/-3-[4-(4-^r/^>^^i/) 

TfTlS^W-Boc-^niy^^/V^x/V 255mg(0.858mmol)£THF 5mHd§$?U 
7K^^^hy^^(60%)37mg(0.925inmol)^PXL, mmX20&mWftUt o m^-V 
T^y^Vfn^Y 197mg(1.03mmol)^Px., mWXmf%W&Ut 0 

m> mmz^itu ?mfc;vMmm^K&, o.imoi/i&^ m^m^xm^v 

[0257] (^ii^J121-2) (S)-2-t-^h^^/^-/VT5y-3-[4-(4-^Ty^^/^driX) 
Hife^J121-lT*#btlfc^-^^)329mg(0.802mmol)^THF 3mL&.tW/— /WmU;: 
1%. mmZ%£;U lmol/l^^^j;o-CpH^3-4^||gL/Co ^nn*/W.Ve}tBffi 

&?u^hy77j~(?uti*/uj*/t?;--/\s)\z.£<>xmMu *frtf>m*ntc 0 z. 

tl%?vv*/VJ»6ml iCf&MU WSCI^ifc 222mgU.16mmolX RXfO-hV^frth* 
n3r>/VT5> 234mg(0.850ramol)^P^r^MT'2 0 fflffifrUto SJ&i&t-T^ ^ 

**;vj**mx-xM®*, m\im*xm>u m^mm-rw^x^rnvt^ ® 

XoXmmU ^iE<Dte^246mg£6fe@#£LT#fCo 
[0258] mMMl21-3) (S)-2-T^/-3-[4-(4-i/Ty^^^^^)7^^/V]-N-tKn^i/ 

^«Jl21-2T*#^nfc^tll51mg(0.231mmol) ^O'CK&iPU 4mol/li£>ft?k 
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MS(Fab,Pos.):m/z= 312[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 6 = 

6 2 

2.91(lH,dd,J=13.9,6.7Hz),2.97(lH,ddJ=13.9,7.5Hz),3.71(lH,t,J=7.0Hz),5.20(2H,s), 
6.98(2H,dJ=8.7Hz) ) 7.15(2H,d,J=8.7Hz),7.64(2H I dJ=8.5Hz),7.88(2H,d,J=8.5Hz). 
[0259] (Higf!|122) (S)-2-T^/-3-(l-^^7/V^-n7^^/^^/V-lH--l'yK-/V-3-^ 

mmm\22-\) 2-t-yY^^?v^;vr^-3-{\--<y^y;virxiy^;v^;v 

rfJ|S<DN°-Boc-h!;7 0 h7r^^^> ? /^^7 L /l' 504mg(1.28mmol)£THF 15mHC^ 

^^^7/^n^^^^n^^K0.230ml(1.54mmol)^P^T^^-C2.5^^^#L 

tc 0 fcj&fcT&. mmu ?vv*/^%MKX0Amoi/immRT$ffim&M7kxmft 
Lfc 0 mfcm.mi-hV't&x&mWi. m^m^xmmfy^^^y^^v^ 
y^-^-y-y/mm^Mxmmu mm<D^mi5mg^m^mmi^tL 
xntco 

[0260] mMffll22-2) {S)-2-t-^Y^y^;VTf^;vr^-z-^\--<^y;v-txiy^;v^ 
II^^Jl22-l-C#e)tV7C'fb^6l5mg(l.07nimol)^THF 6.2ml&.tW/— /V6.2ml 

\mmu \mo\/\imi\?rYWJ**.mm ^u^M^x^uximmmw^tco 

mmZglzU lmol/l:!&^J;oTpH£3~4t;:|^U #fWLfc@#£rii 
&Ltc 0 m^r^nn^/VAlOml i^MU WSCmW& 289mg(1.5lmmolX RUO- 
bV^th^i/^T^y 306mg(l.llmmol)^nx.T^mT-2 0 |fflJI#Lfco £J&)& 
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TMlzX^XftMU *IB©fb^»602iiigSr &fe@fl£LT#fc. 
[0261] (HWJ122-3) (S)-2-T^y-3-(l-^>-^7/^o7^/M^/V-lH-^^K-/V 
-3-^/V)-N-fcKndrv/7°Pt°^->'T^K(D^ 
Hii^ll22-2T*#bnfc^^l96mg(0.264mmol) StfCKft^lU 4mol/ttfrffc* 

MS(Fab,Pos.):m/z= 400[M+H] + 
'H-NMRtfOOMHz.DMSO-d +D 0): 5 = 

6 2 

3.06(lH,dd,J=7.6,14.5Hz),3.15(lH,dd,J=6.7,14.5Hz),3.75(lH,dd,J=6.7,7.6Hz),5.49( 
2H,s),7.09-7.13(lH,m),7.23-7.29(lH,m),7.54(lH,d,J=8.4Hz) I 7.65(lH,d,J=7.9Hz). 
[0262] (mMfflm) (RS)-2-T5y-3-(l-^^/WlH--l'yK--/V-3--f/V)-N-tKn^rv-7 P 

(W&mm-l) 2-t-^>^i/^/^^/VT5/-3-(l-^^/WlH-^^K-/V-3-^ 

TtJ^^>N 0 -Boc-hy7 B h7r^^v ? /^^7 1 /l- 495mg(1.28mmol)£THF 20mH^ 
MU Tkmfcl-hWMW*) 48mg(1.2mmol)£#q;i 

xmm.xztitmmwLtzo kjs&t&* mmu ^u^^m^xoAmovmm 

243mg%m&%iffimfabl>Xntz 0 
[0263] (H»J123-2) (RS)-2-t-^h^v'^^-/VT^y-3-(l-^^/WlH-^>'K-/V 

ll»Jl23-lT*#^nfc^'a-^243mg(0.523nimol)^THF2.5mlS.^^y--/W 
^nn/fc/KMrnl fcjgfilU WSCI^^ 159mg(0.830mmol), ( RtfOMJ?7l'fcKn 
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[0264] (Hife#ll23-3) (RSH-T^/^-d-^y^/V-lH-r^K— ^-3--f/V)-N-tKn^^ 
^MJl23-2-e#btv/c>fb^l48mg(0.234mniol) %0V\Z#iMU Amo\/\m\^ 

MS(Fab,Pos.):m/z= 290[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

0.85(3H f td,J=7.2,3.8Hz),1.19-1.43(4H,m),1.73(2H,quint,J=7.3Hz),3.07(lH,dd,J=14. 
5,7.2Hz),3.18(lH,dd,J=14.5,7.2Hz),3.76(lH,t,J=7.2Hz),7.06(lH,t,J=7.9Hz) ) 7.17(lH 
,t,J=7.9Hz),7.20(lH,s),7.44(lH,d,J=8.0Hz),7.63(lH,d,J=8.0Hz). 
[0265] mmmi2A) (RS)-2-T^/-3-[l-(4-t-^^-<^^/V)-lH-r>'K-/V-3-r/H 

(RS)-2-t-^h^r^/V/K^/VT5y-3-[l-(4-t-^f-/V^<^^/V 

rf?ISON°-Boc-M;7'h7r^^^^7 i ;W 251mg(0.636mmol)£THF 5ml^^ 
MU 4-t-^/V-<V^/^nWK0.140ml^Px.fc^, TR^^h!^ 
(60%)24mg(0.60mmol)^P^T^^-C18NFF^^#LfCo fcJ&1&7&, MBU 
*/VA£;!jn;iT0.1mol/l:!&^&tf^ 

K^MU ^i2^l:^218mg^Mfe3te^^#:^LT#/c 0 
[0266] (HJg^J124-2) (RS)-2-t-^b^>^/^^T^y-3<l^A-t-^/P^i/^ 
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mmu lmoi/iTkMfci-wz^mw 2mm\\^xmuxmmmw\^tc 0 5a&m 

/VA4ml fcmmu WSCI*&^& 118mg(0.616mmol), ^TO-hy^tKn^v^TS: 
y 125mg(0.453mmol)^Px.-C^M-C2 0 mffiWLtc 0 fcJfcfeT&, ^nn^/WA^P 

[0267] (^^J 124-3) (RS)-2-T^y-3-[l-(4-t-^^/V^ Vv ? /V)-lH--T>'K~/V-3--r/H 
HWJl24-2^#btlfdb^l53mg(0.216mmol) SrO'CKftiPU 4mol/l^b7K 

^/^^f-y^^i.5mi^p^., oxixzmrmwvtco Emm®, mmm^u 
/^*y->xfo&'tz>z.bK£*), mmo^mommm. 65.8m g £#m£iatteL 

MS(Fab,Pos.):m/z= 366[M+H] + 
^-NMRCSOOMHz.DMSO-d +D O): 5 = 

6 2 

1.23(9H,s),3.10(lH,ddJ=14.5,7.2Hz),3.18(lH,dd,J=14.5,7.0Hz),3.79(lH,t,J=7.2Hz), 
5.36(2H,s),7.06(lH,t,J=7.9Hz),7.11-7.20(3H,m),7.29-7.35(3H,m),7.42(lH,d,J=8.2H 
z),7.65(lH,d,J=7.8Hz). 

[0268] (MMM 125) (RS)-2-T^/-3-[l-(4-^T/^<^> ? /H-lH-^^K-/V-3-^]-N-t 
Kn^v-^nfc°^->'T$KWb^No.l07](D^ 

(HJi^) 125-D (Rsy2-t-^v^y^^^r^y-z-ii-(4-i^r/^^M-iH- 

rtT|S^>N°-Boc-hy7 P h77^^/^^X/V 507mg(1.29mmol)£THF 5ml(C^ 
MU 4W<y^nv/fK 298mg(1.52mmol)^P^c^, ^UH^y^A 
(60%)50mg(1.25mniol)^Px.Tg?aT*18^^^L/c o £j£)S&T^ it3§U ^nn 
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[0269] mMM 125-2) (RS)-2-t-^>^^T^/-3-[l-(4->'Ty^<^v : /V')-lH-^^K--/V 
-3--r/V]-N-hy^^^nt°^-^T^K<7)^ 
HJgf!ll25-lT*#^^C^^517mg(1.02 mmol)£THF 5mLR.tM*/— ^5ml^ 

T'&, mm&®£;U lmol/l^{CioTpH^3-4^PML/c 0 r^no*M 

/^7ml fcSBHU WSCIifiiftifi 251mg(1.31mmol), S.TO-MJ^/WtKndf-v'^T^ 
V 264mg(0.959nunol)^n^T^M-C2 0 mUWhtc 0 ^nn*;VA^D 

^!E<^b^416mg£S&@ft£L-t#fco 
[0270] (Hii^J 125-3) (RS)-2-T^/-3-[l-(4-v^Ty^^^/V)-lH--l'^K-^-3-r^] 

^JI^Jl25-2T*#bHfc^^209mg(0.309mmol) SrOt^^U 4mol/l^>fb7k 

$j->\>%n^ ^y-yxfcfrLtc* w;-;vm*W^xi&m@.tvv*frJ*/ 

^■y-yxfcft'tzzbiz.xv)^ mm<Dit^<Dmmm. 97.8m g ^mn^m^tLx 

MS(Fab,Pos.):m/z= 336[M+H] + 
'H-NMR(500MHz,DMSO-d +D O): 5 = 

6 2 

3.12(lH,dd,J=14.7,7.2Hz),3.19(lH,dd,J=14.7,7.3Hz),3.80(lH I t,J=7.2Hz),5.50(2H,s), 
7.09(lH,t,J=7.6Hz),7.14(lH,t,J=7.6Hz),7.30-7.39(4H,m),7.68(lH,d,J=7.8Hz),7.76(2 
H,d,J=8.6Hz). 

[0271] mMMl26) (RS)-2-T^/-3-[l-(3,4-i/7/^D-<^v ? /W)-lH--r^K--/V-3--r/V 
]-N-tKD^i/7 o nt ,, ^T^KMk^No.l08]<D^ 
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ftmON'-Boc-hVzfhyTy^yVs^X^ 502mg(1.27mmol)£rTHF lOrnl^g 
MU 3,4-^7/^n^y^/^n-r^K0.196ml(1.52mmol)^Px.^^, ^JMb^MJ 
!>A(60%)50mg(1.25mmol)^Px.T^M-e20Nr^^#bfCo El&feT&, MWU ? 
PP/M^£;!jP;tT0.3mol/l:&^&tJ^ 

[0272] (MMMm-Z) (RS)-2-t-^>^^/^^/VT5/-3-[l-(3,4-^7/V^n^>'^ 

H»Jl26-l-e#^fdb-^^)416mg(0.800 mmol)£THF 4mLK.TJWy-/WmU;: 
*§fl?U lmol/l*^^ 4ml^Px.-C^^T4.5^^Jt#LfCo KJ» 

T^. ^£@£U lmol/l^^J:oTpH^2-3lC^LfCo rtl^PP*/KA 

/l^8ml {£i§#?U WSCI&^I 264mg(1.38mmolX &TK>-hy^/M:Kn3rv7VT5: 
^ 306mg(l.llmmol)^PxiT^a-CllNFrait#LfCo &ffr&tT^> ^nc*M^P 

^fE<^t^350mg£fi£@#:£LT#fco 
[0273] (Hii^J126-3) (RS)-2-T5/-3-[H3,4-v ? > r ^n^<^^)-lH-r^K— A-3->f 
/V]-N-tKndr^n t^-yT^Ktf)^ 

H»Jl26-2-e#e>^cfb^^200mg(0.291mmol) SrO'CK&iPU 4mol/l^b* 
^/^^f-^^2ml^Px., 0^-e2NfRfl^LfCo £j£i&7^ ^£@£U ^ 

MS(Fab,Pos.):m/z= 345[M+H] + 
, H-NMR(500MHz,DMSO-d +D O): 5 = 

6 2 



WO 2005/073180 



125 



PCT/JP2004/019512 



3.10(lH,dd,J=14.5,7.2Hz),3.20(lH,ddJ=14.5,7.2Hz),3.79(lH,t,J=7.2Hz),5.38(2H,s), 
7.05-7.12(2H I m),7.15(lH,td > J=8.1,l.lHz),7.25-7.31(lH,m),7.33-7.41(3H,m),7.67(l 
H,d,J=7.6Hz). 

[0274] mMM 127) (S)-2-T^y-3-(l-^>'^-lH-^^K--^-3--l'^)-N-l:Kndrv'7 P 

(MMM 127-1) (S)-2-t-7b*i/%/\'7$~/\'T$;-Wl-^y^-lH-4yb*~/l' 

Tff|g<DN a -Boc-hy^h77^^/^^/MJ0g(10.4nimol)^7KTHF 82ml^ 
YsZyjn/ 8.2ml^Px.fc 0 ^r(C^^irv^'>^2.03g(6.24 mmoQ&bn*., 
£fiT24l$ltl«#Ufc. £j£i&7«L JffiKSHB*U h/^^^P^.TpH^3(cp 

xoxmmu nw<D4\&m 752.6mg^m^m^vtmthxntz 0 

[0275] 127-2) (S)-2-t-^h^v-^7/^^T^/-3-(l-^y^-lH--r^K-/V 

-3-^/V):A3fc 0 *-;^<7>£$ 

IUfe^|127-l-e#btl/fc^«J 1.84g(3.96mraol)^v ; ^-^f-^ 90ml(3&tfU 10% 

iMgzm&ftffimfttLxntco 

127-3) (S)-2-t-^h^^yVfc;^T5/-3-(l-^>'^/WlH-^^K-/V 
O-^^/VfcKn^>>/VT^^^410mg(2.46mmol)^^na7^;V^9ml^^®L. 

^a£|li&#J127-2T*#b;toU^ 
% WSCIli^615mg(3.21mmol)JlOTOBt WAmf&25mmo\)*mttMmz.%\zM 

fc 0 Rj&fcTSL ^nnsjN/VASriPx:, O.lmol/lig^TK^, &fP&j&*Tift#Lfc 
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[0276] mi&M 127-4) (S)-2-T$y-3-(l-^>-^-lH-ryK-/V-3-^;V)-N-tKndrv/ 
^WJl27-3T*#btlfc{b^^ll4mg(0.239mmol)^^^i^^5.5ml^^L, 

>mmmm\\7L. *n>TX3mmMWi<tc 0 mm. mm^^tc 0 

^ 0.5mol/1^7K^0.5ml(J:raL, MBU ^JES^I"^^ @ fttf>f|^ 
^i&^62.3mg£&&@ft£L-C#fCo 
MS(Fab,Pos.):m/z= 290[M+H] + 
'H-NMRftOOMHz.DMSOd +D O): 8 = 

6 2 

0.85(3H,td,J=7.2,3.8Hz),1.19-1.43(4H,m),1.73(2H,quint,J=7.3Hz),3.07(lH,dd,J=14. 
5,7.2Hz),3.18(lH,dd,J=14.5,7.2Hz),3.76(lH,t,J=7.2Hz),7.06(lH,t,J=7.9Hz),7.17(lH 
,t,J=7.9Hz),7.20(lH,s),7.44(lH > d,J=8.0Hz),7.63(lH,d,J=8.0Hz). 
[0277] (R)-2-T^y-3-(l-^y^-lH-^yK— ;V-Z-s( ;V)-N-t¥v**szf 

n fc^T^KMfc^No. 1 10]O^j& 

(HiM 128-1) (R)-2-t-^hdr^/^-/VT^y-3-(l-^>-^/WlH-^^K-/V 

Tti|g<DN a -Boc-D-hy7 P h7r>' 3.00g(9.86mmol)£rDMF 60ml{i3§fi?U £&SjHrV 
^A1.77g(5.42nimol)^t/^^/^nWKL17ml(9.86mmol)^P^T^r*2^ 

mmwLtc &mmT&, dmf^w^u mmzw^y/mm^Mmrnvtc 
mfrtvxm^ 

[0278] 128-2) (R)-2-t-^h=3rv-^/V^/VT^y-3-(l-<^/V-lH-rvK— /V 
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^»J128-lTWc^^2.50g(6.34mmol)?rT-feh^50mH^^L3-K-<>'^^ 
10ml^P^.7c o rr^^^-feV^1.14g(3.49mmol)^Px., 60^2 0 mW$Ut 0 

%.fom'&s mmzgnu h^^m^xm^, ^m^m^xm^u &® 
yy^-(^^/mm^MK^xmmu n&wit&m iA\ g *ummm 

(HJfe0!ll28-3) (R)-2-t-^>^ri/^/Vfc/VT^y-3-(l-^y^-lH--l'^K--^ 
MMffll28-2Xmbtltc4k&y>} l.llg(2.38mmol)^^f-V56mUC^L, 10% 

/*7Wj±&m 222m g ^px., Tkm^mnrx^mmmwLtc. Bn^mr®, ±?4 

1.56g£«?&@tf^LT#?c 0 
[0279] (MMm 128-4) (R)-2-t-^>^^/V^-^T^/-3-(l-^^^/WlH-^r^K-/^ 

IIJ&#|128-3^#b;Jxfc>ffc^870mg(2.25m^^ 
WSCI&^647mg(3.38mmol)&tfHOBt 334mg(2.48mmol)^Px.fc^(J:0-^V 
^/H:Kn^^T5y291mg(2.36mmol)^P^ % mUXmmmWLtc 0 B.fo%k7'& 
, ^nn^A^p^L, O.lmol/l^TK^^ t&fn£&;!kl?&#Uto W^if^M* 

-=3rf-V/^^^^)^J:oT*fMb, ^&<D\\&m 702mg£*l&&#^LT 

[0280] 128-5) (R^2-T^-N-tKn^-3-(l-^^/V-lH--f 

^WJl28-4T*#b^fc^^680mg(1.42nmiol)^^i^^35ml^^L, 10% 

/^> ? '>i=K^^350ing^px.T7Km#ffl^T, ^m.ximmmwLtco ^mmrm 
, ±^bmm^^xmm^m^u mmzga. mmmkuz. ^^tk^t. 
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mm. mm^w^tco nmi^^^^y^^wyy^^xixx^v^/ 
%k-rz>z.tiz.£V) @ &}<Dit&mimm mmgzmm&mfctirxmtco 

MS(Fab,Pos.):m/z= 290[M+H] + 
'H-NMRftOOMHz.DMSO-d +D O): 6 = 

6 2 

0.85(3H,td,J=7.2,3.8Hz),1.19-L43(4H,m),1.73(2H,quint,J=7.3Hz),3.07(lH,dd,J=14. 
5,7.2Hz),3.18(lH,dd,J=14.5,7.2Hz),3.76(lH,tJ=7.2Hz),7.06(lH,t,J=7.9Hz) ) 7.17(lH 
,t,J=7.9Hz),7.20(lH,s),7.44(lH,d,J=8.0Hz),7.63(lH,dJ=8.0Hz). 

[0281] mmmi29) My-mmvmftm 

NoJ12],^hy^h7TVtKn^^-K^^NoJ13]^fflV^^-KSJ^Pfl 

iTtth, ^lOmg/mL, 7/^h-^200mM^.^K^b^?r#>«r0.1, 

0.3, 1, 3mM^6J:5(-0.4mMyy^hy^^»^(pH7.4)^j||L, 37^4 0 

Coomassie Brilliant Blue R-250-C&£^ fVi/h*— \ZX&}&£ titer. 
[0282] [^1] 
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mi 





>>f v-K££lflSJSte (%) 




3mM 


1 mM 


0. 3 mM 


0. 1 mM 


2 


1 0 0 


1 0 0 


1 0 0 


8 6 


5 


9 7 


3 5 


5 


- 3 


6 


10 0 


1 0 3 


9 7 


4 9 


7 


7 2 


1 3 


-4 


-3 


1 5 


9 8 


4 3 


-2 


- 1 2 


1 6 


9 8 


7 1 


1 1 


-7 


1 9 


1 0 1 


9 5 


5 4 


1 0 


2 5 


1 0 0 


4 0 


6 


7 


2 6 


1 0 0 


6 8 


1 7 


1 1 


2 7 


1 0 0 


3 2 


7 


1 


2 8 


1 0 0 


1 0 0 


1 0 0 


1 0 0 


! 3 0 


9 2 


8 0 


7 4 


5 6 


3 1 


1 0 0 


1 0 0 


7 2 


2 9 


3 2 


1 0 2 


8 9 


5 0 


2 3 


3 3 


1 0 2 


9 8 


9 3 


5 7 


3 4 


1 0 2 


1 0 2 


9 8 


3 7 


3 6 


1 0 2 


6 9 


3 3 


1 5 


3 7 


9 4 


3 5 


1 6 


1 


3 8 


1 0 0 


1 0 0 


1 0 0 


1 0 0 


40 


1 0 0 


9 6 


4 9 


3 7 


7 1 


9 9 


9 8 


9 7 


7 1 


7 2 


1 0 1 


1 0 0 


9 4 


5 3 


7 3 


1 0 0 


9 8 


9 8 


9 4 



[0283] [&2] 
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12 



a ft ft £ « 


/-f 5-Kfi*B*Stt (%) 




3mM 


1 mM 


0. 3 mM 


0. 1 mM 


7 4 


10 0 


1 0 1 


9 9 


9 8 


7 5 


1 0 0 


1 0 0 


1 0 0 


8 2 


7 6 


9 8 


9 5 


6 5 


1 3 


8 5 


9 8 


9 8 


1 0 0 


9 9 


9 4 


1 0 2 


1 0 0 


8 3 


1 2 


9 5 


1 0 8 


1 0 7 


1 0 6 


1 0 2 


9 6 


1 0 4 


1 0 4 


1 0 3 


9 9 


9 7 


9 8 


9 8 


9 8 


9 6 


9 9 


1 0 1 


9 9 


9 5 


9 5 


1 0 0 


9 7 


9 6 


9 6 


9 3 


1 0 1 


9 8 


1 0 2 


1 0 2 


1 0 2 


1 0 2 


9 5 


9 4 


8 8 


7 8 


1 0 3 


9 7 


1 0 0 


9 5 


8 9 


1 0 4 


1 0 0 


9 4 


9 7 


9 5 


1 0 5 


9 8 


9 8 


9 7 


9 5 


1 0 6 


9 5 


9 7 


9 5 


9 4 


1 0 7 


1 0 1 


1 0 1 


1 0 0 


1 0 1 


1 0 8 


1 0 4 


1 0 4 


1 0 3 


1 0 2 


1 0 9 


1 0 3 


1 0 4 


1 0 5 


1 0 4 


1 1 0 


1 0 1 


1 0 1 


1 0 3 


9 6 


1 1 1 


9 8 


7 5 


1 7 


1 0 


1 1 2 


1 0 1 


9 9 


6 1 


2 4 


1 1 3 


1 0 2 


9 9 


7 6 


4 2 




2 6 


7 


- 5 


-3 



[0284] mmmizo) t^yyttv-^-hyy^mmm 

^^/V^y^i^— /^0.02mM^K^b^0.2mM^PBS0.2mL4'-C37 c C, 30#f^ 
DMB(l,2-diamino-4,5-methylenedioxy benzene) f&&&1JtiZ_, ££>fC4t;-e7B#F^K^ 
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OAMVymmWm (pH7.2) &&P;tr *filU HPLC^^/^^"^-/^!^ 

HPLCteYMC-Pack Pro C18^77^( 0 4.6mm x 150mm) , &W}Mtl>X5mM})ym 
•fYVt^ffi&ivHlA) -25%T±h~hV/K ftS5i0.7mL/min£/BV\ Ex352nnu 
Em385nmT^7fe^lH^^L^o 

[0285] [^3] 



S3 





**)\>9 )\> • hv^Stt 


9 5 


8 4. 2 ±0. 6 


1 0 4 


81. 9±2. 1 


1 0 5 


9 3. 3±0. 8 


1 0 7 


8 7. 3 ±0. 5 


1 1 1 


7 7 . 6 ±0. 5 


1 1 2 


7 4. 4±2. 7 


1 1 3 


9 6. 2 ±0. 7 


75/ ?T-V> 


5 2. 8 ± 1 . 5 



[0286] (mmmm) yytt-y—/\>"h7v7mimm 

^y^^— /V0.02mM^t*^'fl:^0.2mM^PBS0.2mL^T37t:, 30^Fb^^ 
jylcx.^— i/3>y-lszf;V10n U£*j-L^i;05mM DMB( 
l,2-diamino-4,5-methylenedioxy benzene) MW^UX.. £b\Z4X:X'7tiF?$'0*=>-'< 
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mWmW (pH7.2) ^HX.X^U HPLCfCT^y^i^— /WDMB^0^^*L 

HPLCJSYMC-Pack Pro C18#7i»( <f> 4.6mm x 150mm) , ^WiMhVn^mWvm 
^-hy^^®^(pH7.4) -25%Tirl^y/K $Lii0.7mL/min£/BV\ Ex352nm, 
Em385nmT^3fc^£«L*: 0 

[0287] [$4] 





(% h77?) 


9 5 


6 5. 7 ±2. 2 


1 0 4 


6 6. 5±2. 4 


1 0 5 


6 9. 7 ± 1 . 1 


1 0 7 


6 9. 8± 1 . 2 


1 1 1 


7 5. 2± 1 . 3 


1 1 2 


6 7. 8± 1 . 2 


113 


7 5. 9±0. 9 




3 2. 9±3. 8 



[0288] mMfflUZ) (R)-2-T57-3-[l-(3,4-v?7/^n-<^v ? /V)-lH-^^K-/^-3--r/V] 

-N-tKo^>^ntr^-i<r*KWb:^No. 1 14]©^j4 

(3felt«132-l) (R)-2-t-^h^^/^^T^y-3-[l-(3,4-^^n^^/V 

^^Jl28-l^#b^fdb^^l300mg(0.761mmol)$rT-feh^6ml^^L, 3,4-v? 
7/^n^^/^n^K0.0967ml(0.913mmol) < S.^^irv'^A 
136mg(0.419mmol)^P^T55 < CT-24^P^^Ufc o KJ&i&T&* Jg&&e*U * 
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vuxA'MrtinzxmQM^ &xtm*$m&T*m&ut,, m^mstrhv^vmk 

[0289] mMMm-2) (R)-2-t-^>^v'T^y-3-[H34-^7/^i :lX: ^v ? ^)-lH--r^K-- 
^^Jl32-ir*#^fc^^203mg(0.390mmol)^^i^yi0ml{C^L, 10% 

6mU£$$?U WSCmmM 112mg(0.585mmol) % HOBt 55.3mg(0.409mmolX RXfO- 
YV^/Vtyxi^ssVT^y 113mg(0.410mmol)^P^, ^T?20l$W8l#Ufc. 
^T^, tmavvj&toxxmt. iMi\frYWJ*i&m. fiftfc8fek"T?iSfci*U 

[0290] (MMm 1 32-3) (R)-2-T^/-3-[l-(3,4-v J 7/^n^^>?/^)-l H--|V K-^-H^ 
]-N-fcKn^V7 P n fc^XT^R [ft£^No. 114] (D^fo 
IIJS^J132-2T*#bn/c>fb^^l60mg(0.233mmol)^0r^^^L,4mol/l^k7K^ 

MS(Fab,Pos.) : m/z= 346[M+H] + 
'H-NMRtfOOMHz.DMSO-d +D O) 8 = 

6 2 

3.11(lH,dd,J=7.3,14.7Hz),3.20(lH,dd,J=7.3,14.7Hz),3.79(lH,t,J=7.3Hz),5.37(2H,s), 
7.06-7.14(2H,m),7.15(lH,dtJ=1.2,7.1Hz),7.27(lH,ddd,J=2.2,7.8 > 11.4Hz),7.32-7.41 
(3H,m),7.67(lH,d,J=7.8Hz). 
[0291] mmrnm) (R)-2-T^/-3-(l-y^-lH-r^K-/W3-r/W)-N-tKndrv'7 P nt ,> 
*>T^hWk&®No. 1 15]^^ 
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CMMMm-1) (R)-2-t-^h^ri/^/^=/VT5/-3-(l-^^/WlH->r^K->'V'-3-^ 
^WJl28-lT*#btvfdb^2.00g(5.07nimol)^T-fehV40mH^^L, H— R** 

460mg£te£^4^LT#;/t> 
[0292] (MM®] 133-2) (R)-2-t-^h^v'^7/V^^T^y-3-(l-^^/V-lH-^^K-/^-3-^ 

Hii0!ll33-lT#^/c^'^#l46Omg(L13nimol)^DME 25mUmMU 10%/^v? 

>>^^90mg^px.-c^m#ia^T, ^uxmmmwhtc 0 BD&m'&, -t^-ch 

SBJIU WSCIit^ 324mg(1.69mmol)^.T^O-^^/VfcKn^V^T^^ 
143mg(1.19mmol)^Px., m&X16f%mffl$Ltc 0 SJ^^T^^ ^nP/JvKk£;fjP;i 

^fE(D>f[:^257nig^ & ftSfteLT^Co 
[0293] (^0iJ133-3) (R)-2-T^y-3-(l-^^/V-lH-^^K—/V-3--r^)-N-tKndrv'7 P n 
fc^XT^KDf frg^No. 115] <D^$ 

HIS^J133-2T*#e>tl/7c:^'^^257mg(0.607mmol)^DME 13mU^#?U 10%^7 
W&mm 120mg^P^-C7Km#ffl^T^MT-24^^^L7to £J»7^> ^7 

mu 4moi/mi\:7^m/^^y2.3mm\\x.xmux2mmmwLtz 0 ^mmr 
mmsemg^^mi^tLxm^ 

MS(Fab,Pos.) : m/z= 234[M+H] + 
'H-NMRftOOMHz.DMSO-d +D O) 5 = 

6 2 
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3.08(lH,dd,J=7.5,14.5Hz),3.17(lH,dd,J=6.6,14.5Hz),3.74(3H,s),3.72-3.77(lH, 

m),7.08(lH,dd,J=7.2,7.8Hz),7.17(lH,s),7.19(lH,dd,J=7.2,8.2Hz),7.42(lH,d,J=8.2Hz 

),7.65(lH,d,J=7.8Hz). 

[0294] (Hffi0!ll34) (R)-2-T^y-4-(l-^^n^^i//M^/V-lH-^yX-r^^y-/l-2-^ 
/W)-N-tKn^r->^7^K['fb^No.ll6]<D^ 

KfeMU WSCI^^2.13g(ll.lmmol), HOBt 1.10g(8.14mmol)^Px:, ^?&-C5# 
mikMLtCo Z.tl%l,2-7^~uyi?T^y 0.962g(8.89mmol)<D^DP*/W>,25ml^ 

(D^K2mm^fxmru w^uxismmmwuc. s^r^tm*^ 

1.96g£ e &&Mitvxntc 0 

[0295] (Hife^J 134-2) (R)-2-t-^>^i/^/^-/^T^y-4-(l-^n^iX/^^/W-lH- 
^vXy^/—;v-2-y;V)zf^Vy^T-yvY^y^jv^^;v<D^ 

ll»J134-lTii>b;ft^b^298m^ 
^o^^f-V^/k7KT/V7 f tK0.094nU(0.772mmol)^Px. > ^&-C*50£f*gjf#Lfco 
rr^hyTirh^V^^>fb*!>^hy^^223mg(1.05mmol)^Px., ^r?5P#P^ii 

n*mm'fbV'?j*x&m\.tc 0 ®mz%£u mmmm4muz.mmu eox: 

*u a^i/y^y/^7^o^h^^-(^^v/^3i^/i.){cioT*t 
su mmwk&mvmgzei&mftthxmcc, 

[0296] (^iS0!|134-3) (R)-2H-^h^^/VxK^T57-4^1-v'^n^^i//M^/V'-lH- 

;v-2-y;vyN-YV^***sy* : }-7^Y<D&& 
^ii^Jl34-2T'#^fc>fb^228mg(0.450mmol)^^f-^10nil{C^L, 10% 
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6mHCjg#?U WSCIiftSfelfi 129mg(0.674mmol), HOBt 60.8mg(0.450mmol) % Jk&O- 
hy^/VfcKn^v'/VT^y 130mg(0.472mmol)^P^, mUX20f%mMWLtc o 

»t«, ^nn^A^p^r^, *iMb^-hy^*»»i % t&ft&&*-?ifc#u 

[0297] (Hife^J134-4) (!0-2-T^/-4-(l-^n^^v'/^^/V-lH-^yX^$^/— /W2- 
^^Jl34-3^#^/t{b^^l69mg(0.251nmiol)^0t:^^^L,4mol/l^b7K^ 

&tt&81.2mg& £@ft£LT#fc 0 
MS(Fab,Pos.) : m/z= 331[M+H] + 
l H-NMR(500MHz,DMSO-d +D O) 6 = 

6 2 

1.08-1.22(5H,m) > 1.53-1.72(5H,m),1.85-1.95(lH,m),2.32-2.38(2H,m),3.23(lH,dd, 
J=8.3 > 16.4Hz),3.31(lH,dd,J=8.3,16.4Hz),3.26-3.48(2H,m),3.85-3.89(lH J m),4.26(2 
H,d,J=7.6Hz),7.55-7.60(2H,m) ) 7.78-7.83(lH,ra),7.95-7.98(lH, m). 
[0298] mMMltt) (R)-2-T^/-4-(l-^n^v'/M^-/V-5,6-^^-lH-^<yX^^ 
^^-/V-2-^/V)-N-tKn^^^7^K Mfc&fcNo. 117] tf>-£j& 
(HJ£#J 135-1) (R)-4-(2-T^/-4,5-v ? ^^/V-7a:^/^/W^^^)-2-t-^h^e/ 

rfTI£<DBoc-D-^/l^:/^>^/K^^ 
£igfl?U WSCI^*|2.13g(12.1mmol) % HOBt L10g(8.14mmol)^Px. x &M.X5& 
KIJHiLfc. ZX&±$-V^>V-\ t 2-7^~VV*sTVs 1.21g(8.89mmol)(D^nn^ 
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[0299] (Mmmi35-2) (R)-2-t-^ h^tf/l'tfcsAT^Hra^ 

^fe$J 1 35-1 T*#kftfc4^ 
^n^^^/V,^T/VxtK0.029ml(0.242mmol)^Px., gffiT?60#|iaJt#L;fco 
^^hyr^h^*^b^^^^hy^A69.9mg(0.330mmol)^nx., gfi-C3l$|ffl 

m*u mjmefrhw&vfflkut. **fesr«*u «?ss*»iin«d»#u 55 

MRU «IBtf>fb^51.8iiigSrefeH#fcUT#fc 0 
[0300] (Hl&$|135-3) (R)-2-t-^h^^/^^/kT^y-4-(l-i/^n^^^M^/V-5,6- 
^^/WlH-^^X^5^y-/W2-^)-N-hy^^iy^^7^KO^ 

^^Jl35-2^#btvfdb^227mg(0.425nimol)^^^^V10mHC^L, 10% 
/^^^^46mg^Px.T7K^#IS^T> ^TMlSIBtKttLfc. £i»7^ 

6mH£^fi?U WSCIi&8fc£ 122mg(0.637mmolX HOBt 57.4mg(0.425mmolX RTfO- 
hV^/W^>^T^y 122rag(0.443mmol)^P^ % mM.X20mfflffl$Vt£o fcfc 

mr®, ^n^;vM:Mxxmm. &m^wv&*mtL. m^^m^mwu 
mtLxmco 

[0301] 135-4) (R)-2-T^/-4-(l-^n^^v-/M^-5,6-^^/V-lH-'<^X>f 
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mMffllZ5-ZX*nbtltc4t&V0 ^mg^OQmmoDSrOt: fc&£PU 4mol/l^b7K^ 

u<Dik&m<Dmmmo.5m&&&mwb\,xmz 0 

MS(Fab,Pos.) : m/z= 359[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 6 = 

6 2 

1.08-1.22(5H,m),1.53-1.60(2H,m),1.60-1.72(3H,m),1.83-1.92(lH,m),2.30-2.37 
(2H,m),2.39(3H,s),2.41(3H,s),3.20-3.35(2H,m),3.87(lH,t,J=6.6Hz),4.21(2H,d,J= 
7.6Hz), 7.57(lH,s),7.77(lH,s). 
[0302] 136) (S)-2-T^y-4-[l-(3,4-^7/^n-<^^)-5,6-v ? 7«^^-lH--<>'X 

^^^y-/V-2--f/^]-N-tKndri/^75:K[^^#lNo. 1 18] <D&f& 

)-5,6-^^/WH^^x^^y-/w2-^^ 

S^-^/^n^^XT/VxtKO.lSlmKl^lmmoD^Px., mMXWftffl&WUt* 
^^hyTirh^7K^>fb^ , >^^hy'5'A354mg(1.65mmol)^Px., "&UX248$mWL 

' fyy^^vy/mm^Micz-oxmrnLtze zcommmftzmmu mm 

[0303] (Hii0iJ136-2) (S)-2-t-^h^^*/V-7jf^T^/-4-[H3,4-^7/V^-n^<^v?/V 
)-5,6-^f-;WlH-^^X^^^^-/V-2-^]-N-hy^/V^^V^^7^K^-a-J^ 
IIJS^Jl36-l-C#ibtvyc:^^255mg(0.453mmol)$rDME 12.8mW:8B!IU 10%/"? 
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184mg(0.388mmol)^nn7}N/VA6mHC^j!||L, WSCIi&g£& 112mg(0.585mmolX 
HOBt 52.4mg(0.388mmolX ^TO-hy^/WtKn^/KT^ 112mg(0.407mmol)£ 

mwtrhv^j^mkutc mmz^au wm^svxv^yw^wyyj-i 
^^■y/mm^M\^oxm%u w,U(Di^m202mg^m^m^mt-Lxm 

[0304] CMMM 136-3) (S^-T^y^-Cl^^-^^n^y^H.e-^^-lH-^^ 
X^^^-2-^/V]-N-tKn^^^75K[<b^#JNo.ll8]0^ 
^»!ll36-2T*#^/c^^^85.3nig(0.1 nmmoO^Or^^L, 4mol/l*&fc7K 

m/^^yimm\ix.x^uxi.5mmwvtc 0 Rmmr^ mmzg^u 
mft*w;-Mz.mMi'tc 0 z<D^/-jvm^^yxm^u 

9^IS(D^^(D^j^40.5mg^&fe@#:^LT#/t o 
MS(Fab,Pos.) : m/z= 389[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 8 = 

6 2 

2.28(lH,dd,J=8.5,15.4Hz),2.34(3H,s),2.38(3H,s),3.22-3.28(2H,m),3.85(lH,t,J=6.6H 
z),5.64(2H,s),7.4(lH,br) ) 7.39-7.51(2H,m) > 7.53(lH,s)7.60(lH,s). 
[0305] (MMM 137) (S)-2-T$/-4-(l-73i^/W-lH-^^V$^)/-^-2-^)-N-tKn 
^r^^^^KWb^No. 1 19]^^ 

(MMMm-D (s)-A-(2-y^;vr^y-y^;^jw<^y/v)-2H-y , h^^^ 

rfjfl£<DBoc-^*^^^/]':iiX^^ 
fcU WSCI^^681mg(3.56mmol), HOBt 440mg(3.26mmol)^P^, lfit5^fl 
ifcgLfc. ^.fh^n-y^/V-l ,2-y^\yy *sTVy 615mg(3.55mmol)^»^nn^/V 
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[0306] (S)-2-t-^h=3rv'^/V#^VT^y-4-(l-7^^/V-lH-<^V5^^ 
^»Jl37-l^#^tV^^1.42g(2.82nimol)^^28mH^lifL, 60^^15^ 

mmwLtzo Ba&mr&, mmzgau *mtfW7J**m 

[0307] mi&m 137-3) (S)-2-t-^>^^^/W^^T5y-4-(l-7m^/W- lH-^X^*' 
^»Jl37-2T*#^^c{b-^^1.08g(2.22mmol)?rDME 50ml^^L, 10%/"^ 

^A^^220m g ^p^T7K^#ffl^T, mnxmmmwvtc £J&^7&, ±y-( 

425Jmg(1.07mmol)£?Pn*/VA8mnc^ji?U WSCI^^ 309mgU.61mmolX 
HOBt 152mg(L12mmol), RX^O-hV^/W^y^Tz^ 324mg(1.18mmol)^Px. 

, m&x2mmmwLtzo Emmr®, ?vn*;vj**nx.xw&s fcrnki-wj* 
*®w, mft-kM*xm&u mTkm.m-rhvt&xt&mLtc* mm^m^u m& 
^v^^/^y^^h^yy^-i^^y/mm^M^'oxmmu mm<n 

^^536mg^e^^^L-C#7to 
[0308] mMW 137-4) (S)-2-T5/-4-(l-73:^/WlH-^<>X>r^^y-/V-2-^)-N-fcK 
^i/zf^y^Y Df frg^t&No. 1 19] 
llii^l37-3^^tl^>fk^507mg(0J77nimol)^0t:{C?^^b,4mol/l^b7K^ 

218mg£66@{teLT#fco 
MS(Fab,Pos.) : m/z= 311[M+H] + 
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'H-NMRCSOOMHz.DMSO-d +D O) 5 = 

6 2 

2.26-2.34(2H,m),2.99-3.09(2H ( m),7.29((lH,d,J=8.1Hz),7.51(lH,dt,J=l.l,8.2Hz),7.5 
8(lH,dt,J=l.l,8.2Hz),7.59-7.67(5H,m),7.88(lH,d,J=8.2Hz). 
[0309] (HJ60H138) (R)-2-T^y-4-(l-7m^/V-5,6-v J ^^/V-lH-^^X-r^^y-/V-2- 

(Ulte^l 138-1) (R)-2-t-^b^^/^=/VT$y-4-(5,6-^^/V-lH-^<yX^^ 
/V-2-^/H^^y^^T^K^^v ? /V^7 i /V(0'^^ 
^WJl35-l^#^tlfc>fk^834mg(1.83mmol)Srg^^8.5ml(C^L, 60<C-C3B# 
W8l#Lfco £J&^7#, fcifeHfc&U M^/g^^/^Px., *$Hl^h 

[0310] (HJ60!ll38-2) (R)-2-t-^>^^/^-/VT^/-4-(l-7 3 i-/V-5,6-> ? ^^/V'-lH- 

^life^J138-lt?#f5tb/dk^362mg(0.826mmoD?rTHF 10.8ml{C^L, 
/V7j?ny&201mg(1.65mmolX M&HQO 225mg(1.24mmol) > fyv?y 
0.127ml(1.65mmol), *U*x.y— >-y*500mg&;tlP;U ^Hf#ll^T^-e48B# 

^xf/l,)[aotm> ^IB0^^^173mg^^3teil^W^LT#/to 
[0311] (HJSfll 138-3) (R)-2-t-^h=3r^/^^T^/-4-(l-7^^/W 

%mmn^-2X^hKtz.it^\nm^.Z\%mmo\)^:DUE 8.5m»Cgf#fL, 10%/*7 

^A^5img^jp^.r*^#ffl^r, £irci.5i$isi«#Lfco ££»T«, -fe 

KigfilU WSClMggS 91mg(0.475mmol) % HOBt 43mg(0.318mmol) % &TO-hy^- 
/H:Kn^ri//VT^^ 92mg(0.334mmol)^Px., g?rei8I^JI#Lfc^ O-hy^A- 
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&i&mT&, ?v**j\sj**i)^xmm*xymu m^mmi-bv^xftm^tc 0 

[0312] (R)-2-T^y-4-(l-7oi^^-5,6-^^/WlH— <yX^/-;V 
-2-^/V)-N-fcKndr>>^7^K[^^No. 120] 
^ig^Jl38-3T»#btlfc<l:^178mg(0.261)^0t:^^t,4mol/im>fb7K^/^ 

^f-y2misriip^rsa-e4i^iaja6^Lfc. £j£**t«l mmzQ&u mm?* 
vmm<D4\:&yo<Dimm5.9mgz &&mw-t\.xmz. a 

MS(Fab,Pos.) : m/z= 339[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O) 5 = 

6 2 

2.26(lH,dd,J=8.2,15.4Hz),2.29(lH J dd,J=8.2,15.4Hz) > 2.32(3H,s),2.40(3H,s) > 2.97-3.0 
2(2H,m),3.65-3.75 (1H ,m), 7.07(lH,s),7.61-7.70(3H,m), 7.71-7.80(3H,m). 
[0313] (R)-2-T^y-4-[l-(4-^^7m^)-5,6-v J ^^/k-lH— <^XV^ 

(2ii6#Ji39-i) (R^-t-^h^^/^^/vr^y^-ti^-^^^zn^-s.e-v? 

^^/V-lH-^^X^^y^-/P-2-^]^^yy^Ti/yK^^^/W^X/V(D-^^ 

^^Jl38-lT*#^/c>fb'^#)373mg(0.852mmol)^THF 12m\\Z.mMU 4-^/V 
7i-/^n>^231mg(L70mmol), g^^(II) 232mg(1.28mmol) > 
O.lSlmlU^Ommol), ^■^a7-v'-^500mg^P^., ^^#ISMT^M"C48Nf 

^^/w^iormsiL, mmo4k&m46mg%n&%iffl%}mbi,xntc <> 

[0314] (H»ji39-2) (R^-t-^h^i/^/v^-^T^y^i^-^^/^i-^s.e-^ 
^^-iH-^^x^$^>/-/v-2-^]-N-hy^/^^i/y^75:K<o^ 

HJS^Jl39-l-e#e>tvfdb-^^246mg(0.478mmol)SrDME 12ml(C^L, 10%/"*7 
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5.5mll!:JgJS?U WSCIifigfeiS 122mg(0.637mmol\ HOBt 57mg(0.422mmol), RXfO- 
YV^-sVKYv^sfrT^y 121mg(0.439mmol)^P^, m&XimtmMJt^ O- 
Y^A^t^i/ArT^y 60mg(0.218mmoD&tJ ? hy^f-/wr^5»S:*n^., 

ux2 0 mmwut, ^mmr^ &v^j&M£xm&*ximu m&im 
v>'/&m^M\z£oxmmu mmoit^mmg^^m^mtx.xntzo 

[0315] (|liS^Jl39-3)(R)-2-T^y-4-[l-(4-^^7a:^/k)-5,6-^^-lH-^yX^ 
^y-/W-2-^/V]-N-tKndr^^75K Wfr£4&No. 12 1 ] (D^f£ 
llii^Jl39-2T*#^fdb^l72mg(0.248mmol)^0r^^L % 4mol/l^b7K^ 

/^^y2mmi\x.xmux^mmmwhtc 0 ^mmr^ tm$&&u @# 

tlz.£mm<Dit&®<DMMm6Jmg*&&®ftkLXnit 0 
MS(Fab,Pos.) : m/z= 353[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 5 = 

6 2 

2.25(lH > dd,J=8.2 > 15.2Hz),2.28(lH,dd,J=8.2,15.2Hz),2.32(3H,s),2.40(3H,s) > 2.47(3H 
,s) > 2.96-3.01(2H,m),3.65-3.75(lH,m),7.07(lH,s),7.50-7.56(4H,m),7.64(lH,s). 
[0316] rnmmUO) (Sh2-T^/-A^l-y^;U-5,6-^^/V-lH-^y^^yy—/V-2- 
^-N-tKn^r^^^KMb^No. 122]0^ 

(HJ60U14O-1) (S)-2-t-^hdr^^/V^^T^y-4-(5,6-^^/V-lH-^^X-f5^ 
/V-2-^/V)^^y^^T^yK^<^v ? /^^7 L /V'^»^^ 

1 10-lT*#e>*Wbf fc£4&3. 17g(6.96mmol)£g^32mn^fi?U 60^2.5 
NFF^^#bfCo «HKSr«*U h/^y/mm^/^M^ fcmfci- 

bvv&Tktm, mm*, ma^m^xm^u mfcmm+vw&ximvfc* mm 
^m^Lxm&^m-^tKx^^^t^mzMg^mm^m^tvxmco 

[0317] (^|g^J140-2) (S)-2H-^h^^/^=/VT^-4-(l-7*=/W5,6-^^V-lH- 
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HJi^)140-l-C#^tbfc>fb^505mg(1.15mmol)SrTHF 20xa\K^MU 7x-;V^ 
n^278mg(2.28mmol), g^^(II) 311mg(1.71mmol\ fcT^M).175ml(2.28mmol), 

mm^^xmmu fmikM^xm^tc. mykmk-rhv^x&m®. mm 

[0318] mMmUO-Z) (Sy2-i-7V*i/%/Vi$i^VT\;-±-{\-yx.~;V- Sfi-Vt^jV 

mfe^Jl40-2T*#btvfdb^204 mg(0.396mmol)£DME lOmlf^filU 10%/>°7 

K^filU WSCI^^ 114mg(0.595mmol)Jtt;O-MJ^-/H:Ko^v'^T^V 
115mg(0.417mmol)^Px., ^fi-C23fl#|?ajf #L7t> SJ&i&t-T^ ^nPTjN/^^nx. 

%7j*?v^h?77>(~(^*vy/mm^MK£<>xmMu mm^it^ 

72.0mg%&&faW;V0tLXntc o 
[0319] (Hife^J140-4) (S)-2-T^/-4-(l-7^/V-5,6-^^/V-lH-^<^X-Y^)/— /V 
-2-^/V)-N-tKn^ri/^7^K[>fb^No. 122] 

140-3t?#btbfcfb^72.0mg(0. lOBmrnoD^Ot: M?££PU 4mol/l*frf b*C 
^/v?^f-^0.72ml^P^-C^?a-e2^^jt^Lyt, K&ifcTSU «BK«rff*U 

m&M2Q2m*b&MfcbVXWt. 
MS(Fab,Pos.) : m/z= 339[M+H] + 
'H-NMR(500MHz,DMSO-d +D O) 5 = 

6 2 

2.24-2.31(2H,m),2.32(3H,s),2.41(3H,s),3.00-3.07(2H,m),3.65-3.75(lH,m),7.09(lH, 
s),7.65-7.68(3H,m),7.72-7.77(3H,m). 
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[0320] mmm md (sh2-r^-nH^-^/>y^/>)-5,6-^^/v-m-^y^^ 

(11*00141-1) (S)-2-t-^h=^v'^^^/l'T^y-4-(l-(4-^^/^^^^)-5,6-^ 

HJfe^l40-n?#btL^b^507mg(1.16mmoO^THF 20mHd$fl¥U 4r^A^7 
^/^p^310mg(2.28mmol\ St&$(Il) 311mg(1.71mmolX t°yv ? ^0.175ml(2. 
28mmol\ ^^^7— >-^^670mgS:iP^., ^Ijf #ffl^T^m?48P^ji#Uc 

o yvtfttxf^tttWU ISlP^TKTgfe^LfCo «6**iH-hy^AT?«jWMfe 

[0321] (Hife0Hl41-2) (S)-2-t-^>^^^^/VT^/-4-[l-(4-^^7a:^/V)-5,6-^ 
^/WlH-^^X^$^)/-;W2-^]-N-hyf-/^^^^^7^KO^ 

^Jfe^|141-l"e#btl/fcfb^243mg(0.461nunoOSrDME 12mHC^L, 10%/^ 
^A^*72mgSriP^-C7K3(f#ffl»T, ^UT*3B#P^}i#Ut, K&fcTSL ±y 

fcSBHU WSCIiftiftift 133mg(0.695mmol)^.TO-hy^/mKndf-v'/WT^y 
133mg(0.483mmol)^P^., ^MT*20NF^^Lfc o K&ifcTgL ^nn^/W^^Px. 

269mg?r6fe?a^i:L-C#fCo 
[0322] (^Jfe^J141-3) (S)-2-T^y-4-[l-(4-^^/V7^^/V)-5,6-> ? ^^-lH— <^X^^ 

^ii^Jl41-2T*#^ny t C'fl:'a'^269rng(0.386mmol)^0 < t:^i^ij]L, tool/lifrfbfcKf 

mmm iom g £ &&m&k\.xmtz. 
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MS(Fab,Pos.) : m/z= 353[M+H] + 
'H-NMRtfOOMHz.DMSOd +D O) 6 = 

6 2 

2.24-2.30(2H,m),2.32(3H,s),2.40(3H,s),2.48(3H,s),3.00-3.04(2H > m),3.65-3.75 
(lH,m),7.09(lH,s) ) 7.54-7.55(4H,m),7.66(lH,s). 
[0323] mmmU2) (S)-2-T^y-4-[l-(4-^h^i/7^^)-5,6-v ? 7«^-lH-<^X^^^ 
i/-/V-2--T/V]-N-fcKn^>'^7^KMk^No.l24]<D^ 
mmmU2-l) (S)-2-t-^>^V^/^^T^/-4-[l-(4-^h^i/7rcr:/V)-5,6-v? 

p<^/i'-iH-^;yX^y>^/^-2->f/H:^ys'^ 

HJfe0Ul4O-l"e#^^cfb^5O8mg(1.18mmol)5rTHF 20mH£?§fi$U 4-^3^ 
7^^#aV^347mg(2.28mmol), g^^(II) SllmgdJlmmol), Wity 
0.175ml(2.28mmol\ ^U^y—i^— ^670mg^P^., ^#ffl$CT^-C48l$ 

m^M^oxmmu mmnik&mszmgzmn&f&WiVotLxmz. 

[0324] (HiS#)142-2) (S)-2-t-^>^^/V#^T^/-4-[l-(4-^hdri/7o:^)- 5,6- 
^f 1 /WlH-^>'X^^^^~/V-2-^/V]-N-hy^/^^v'^^7^K<D^^ 
lli£^|142-l-e#e^y t c>fb^250mg(0.460mmol)^DME 12.5mll;i$$PU 10%/-? 

9^^A^m75mg^px:T7km#is^T, ^mr^figji^ut, Rj^mr^ ± 

6.6mUC*§fl?U WSCffi^l32mg(0.689mmol)^TO-hy^-/VtKn^V/l'T5^ 
133mg(0.483mmoD^P^> ^MT*20^F^^Lfc o ^nn^A^^ 

"cuff *T3fe^u **«^hyi>AT?ft«ut, *«£@5feu mm*®*?* 

256mgSrefe^^^LT#fCo 

[0325] (mfcfl) 142-3) (s^-T^y^-Ci^-^h^v^^^^-s.e-^^/v-iH— <vX>f $ 

/W-2-^]-N-tKn^r^ ^?*K Wfr&*No. 1 24] O-^fiK 
^ig^J142-2T^^n^b^^256mg(0.360nimol)^0r{C^iPL,4mol/l^k7K^ 
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MS(Fab,Pos.) : m/z= 369[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 8 = 

6 2 

2.23-2.28(2H,m),2.32(3H,s),2.40(3H,s) I 2.98-3.02(2H,m),3.65-3.75(lH,m),3.89(3H, 
s), 7.08(lH,s),7.25(lH ( dJ=9.0Hz),7.59(2H,d,J=9.0Hz),7.65(lH,s). 
[0326] (H}&#J143) (S)-2-T^y-4-[l-(4-7/^ny^^/V)-5,6-v ? ^^/V-lH-^^V^ 
^^-/V-2-^]-N-tKndrv/^^7^KWk-^^No.l25](D^ 
(MMM 143-1) (S)-2-t-:/h^#/Vfc/VT^/-4-(l-(4^ 

^^J140-lT*#^^ib^505mg(1.15mmol)^THF 20mHC^L, 4-7/^ 
n:7i~/l^P^319mg(2.28mmol), @^^P3(II) 311mg(1.71mmol\ W)W 
0.175ml(2.28mmolX ^>670mg^Px., 8fe3d#ffl^T£i&"C48l$ 

mmw^tco BL^mr®, MmtyJbMmxmmvcmmmzmmu mm 
m^^x^xmmu mm^it^miemg^mn^m^tLxw^ 

[0327] (Hig^ll43-2) (S)-2-t-^h^r^/V#^T^7-4-[l-(4-7/^n^^^)- 5,6- 
^^^-lH-^^X^^yi/-/V-2-^]-N-hy^/V^^y^7^K^^ 

|l»Jl43-lT*#ib^c^^l272mg(0.513nimol)^DME 13.5ml(C^L, 10%/* 
7v?^^^81mg^nxT7K^#ffl^T, ^mT*3^^^#LfCo Kf^T^ -fe 

6.6ml{c:^L, WSCUfilfejfi 148mg(0.773mmol) < S.t^O-hy^tKndrv'/VT^^ 
141mg(0.512mmol)^Px., ^MT-22NF^^Lfc 0 &J&)&T^ ^nn^A^D^ 

Xy^fti^hSyyj-^^/mm^^^xmMU %mv>\Y&*to 
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176mgfc&£i&*MteLT#fc. 
[0328] mti&m 143-3) (S)-2-T$y-4-(l-(4-7/^n73:^/V)-5,6-^^;WlH-^^X>r 
$y i/-/W2--r/V)-N-tKn^^^^K Mfr&fcNo. 1 25] <D^$ 
^^Jl43-2^#b^dl^^l76mg(0.252nimol)^0t:^^^L,4mol/l^b*^ 

:Elfeifi68Jmg&&6@fteLT#fco 
MS(Fab,Pos.) : m/z= 357 [M+H] + 
'H-NMRtfOOMHz.DMSO-d +D O) 5 = 

6 2 

2.22-2.29(lH,m),2.33(3H,s),2.41(3H,s),2.99-3.06(2H,m),3.65-3.75(lH,m) > 7.13(lH, 
s),7.58(2H,t,J=8.8Hz),7.67(lH,s),7.75(2H,dd,J=4.9,8.8Hz). 
[0329] (Hjffiftl 144) (R)-2-T5/-4-[l-(4-^^/V7 s^/^-lH-^VX^^ % /— /W2-^/V 
]-N-tKn^>^7^KWk^No.l26]<D^ 

(^Jfe^J 144-1) (R)-2-t-^h^f ^/^^;VT5/-4-(lH-^^V^^)/-/V-2-^ 

mmwvtz 0 Efomr&. ®mz%£u w^^/mm^^zmx., m 

357mg£ £l fe?&^<»iLT#feo 
[0330] (Hffiftl 144-2) (R)-2-t-^ Y**s%JV#~;VT^;-±-[l-(±-^;V7zz~;V)-\H-^ 

^J6^Jl44-l-e#^tvy t c^^308mg(0.852mmol)^THF lOmUdgflIU A-^/V 
7o:-/^D>'^204mg(1.70nunol), Bf&ffiQO 206mg(1.28mmol\ Myitis 
0.116ml(1.70mmolX ^U^y— iX— ^450mg^Px., ^#ffl^T^MT?30^F 
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[0331] (MMMUl-S) (R)-2-t-^hdr^/V^^/VT^y-4-[l-(4-^^7o:^/V)-lH-^< 
^JS^J144-2T*#btL/c^^222mg(0.443mmol)^DME 12ml^fi?U 10%^7 

^fl?U WSCIJ^ii 72.9mg(0.381mmol) % HOBt 5L5mg(0.381mmol).&.tKH>y 
^/VMYn^-i/jVT^y 110mg(0.399mmol)^Px. x hy^^/VT^^^P^pH^6^i^7 

Kmmu ffiti e mmwhtco bl^t®. ?vn*;vj*zm^xmm*xm$r 
u m^mstrw^x-mkut. mmm^u mmi^wf^yw^w 
yy^-^-y-y/ffiM^/wzkoxmrnu mm<Dfc&m58mg$: 

[0332] (^Jfe^l44-4) (R)-2-T^/-4-[l-(4-^^7oi^)-iH-<^V^^i/-/V-2-^ 
/l^-N-fcKn^X/^^K lit^No. 126] <D&& 
^»J144-3T*#^tlfc^^l53mg(0.229mmol)$r0 < C{c:^SPL, 4mol/l^b7K^ 

/itttv^miztozxm&xzmmmwLtc* Bn&mT&, mm^^u m& 
mmo. img^ 6&@fteb-r#fc„ 

MS(Fab,Pos.) : m/z= 325[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O) 5 = 

6 2 

2.26-2.31(lH,m),2.32(3H > s),2.45(3H,s),2.99-3.04(2H > m),3.65-3.75(lH,m),7.29(lH, 
d,J=8.1Hz),7.48-7.59(5H,m),7.87(lH,d,J=8.1Hz). 
[0333] mi&mU5) (S)-2-T^y-4-[l-(3-7/^n-<^^/P)-5,6-> ? ^^-lH-^>'X^^ 
^y-/W-2-^]-N-tKn^^^7^K[^^No. 127] CO&ffc 
(MMM 145-1) (S)-2-t-y h3ri/#/V/tf-/VT^y-4-[l-(3-:7/l^ 
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140-1 T*#e>tv/db;^298mg(0.682mmol)?rDMF 6mlK:$8$?U 3-7^ 
n^^^yn^K0.094ml(0.755nimol)S.^^-feV!>i=v 223mg(0.686mmol)£*n 

96mg$r Qfe^^^LT#fCo 
[0334] (H»J145-2) (S)-2-t-^h^V^/^^T5/-4-[l-(3-7^n^^v?/W)-5,6- 
^^-lH-^^X^^^-/k-2-^]-N-hy^^^^7^KO^ 
^»J145-lT*#^>tl/d^^96mg(0.175mmol)^DME SmUC^U lO^yv* 

MMU WSCI^^ 48.3mg(0.252mmol\ HOBt 22.7mg(0.168mmol), RtfO-YVJ- 
;Vt\?v^s;VT*-y 48.6mg(0.177mmol)^P^, ^MTnei^jf #Ut> HJ^^T 

^*>y->/&m^^)K£oxmmu mmwk&mvAmgzm&mvtmtL-x 

[0335] (^^J145-3)(S)-2-T$y-4-(l-(3-7/^n^>-^/V)-5,6-^^/WlH-^^X^ 
^/-/W2-f /V)-N-fcKndf -yzT^yKY [>fb^No. 127] <D&f& 
MMMU5-2X&tbtltc4k&%>72. lmg(0. lOlmmoOStfC fcftiMU 4mol/l3frfb7K 

m/itttvyiAmiztozxm&xmmMftvtce mw&m^u 
MKx<>xmm:^^t{zxmB(D^^<Dmmmi.9mgt:&^m^tvxmtc 

o 

MS(Fab,Pos.) : m/z= 371[M+H] + 
'H-NMRftOOMHz.DMSO-d +D O) 8 = 

6 2 

2.23-2.40(2H,m),2.31(3H,s),2.35(3H I s),3.14-3.23(2H,m),3.84(lH,t,J=6.6Hz),5.61(2 
H,s),7.03(lH,d J J=7.5Hz),7.08(lH,d,J=9.5Hz)7.18(lH,dt,J=2.2,8.5Hz),7.39-7.45(2H, 



WO 2005/073180 



151 



PCT/JP2004/019512 



m),7.54(lH,s). 

[0336] mmm 146) (s^-r^y-Hi-cs-^hn^^^-s.e-^^/w-iH-^^xv^/ 

— /W2-l7k|-N-t Y^yf^-y^Y Df b^No. 128] <D&f& 

(M1&WU&-1) (S)-2H-^>^^;^^T^7-4-[l-(3-^ho7o:-;V)-5,6-^ 

^/V-lH-^yX^$^^-/W2-^]^^yy^TVyK^V^;V^7 1 /WO'a*^ 

Hig^Jl40-lT*#^>tL/c^^301mg(0.688nimol)$rTHF 9mHZ.feMU 3-~hn7 
o:^/^n^229mg(1.37mmol), g^^(II) 187mg(1.03mmolX 
0.106ml(1.37mmol), ^V*^—^—7^0mg&Mx.. ^Uf#ffl^T^-e23P# 

rmwi-tco KmmT&, mm^±y-(bu^xmm^tzmmmmmu m% 
m^^)\z.xoxmmu m^t^ms.smg^n^m^ntLxmco 

[0337] (^JS^J146-2) (S)-2H-^>dr^^/^-/VT^/H-[l-(3-^hn7a:^/V)-5 ) 6-^ 
^/W-lH-^>'X^^y-/V-2-^]-N-hy^^^r^^f'75:K©^^ 
^^Jl46-lT*#^tvfdb^^)75.3mg(0.135mmol)^THF 10mU *?;—;V lOrnlM 

u mm^xmwui.wM^m.m.t^ ^^nn/jvKM.s muzmmu wsci& 

WML 28.0mg(0.146mmmolX Jt^O-hy^/VtRn^v^T^ 28.3mg(0.103mmol)£r 

nu(D\t^mz^mg^m^M^mt\.xmtz <> 

[0338] (Mti&W 146-3) (S)-2-T^y-4-[H3-7/V^-n^<yi//W)-5 > 6-^^/V-lH-^>'X^ 
^^-/W-2-^/V]-N-fcKn^r>>^7^K[>fb'a-^lNo.l28]<D^ 

HiS^J 146-2T*#f>nfc>(^^34.7mg(0.0478nimol)^0t ^&£PU 4mol/l^b7K 
^/v?^-^^0.7ml^Px.-C^?aT-4NP^m#byt, HJ&^T^L M££@*U 
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MS(Fab,Pos.) : m/z= 384[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 8 = 

6 2 

2.19-2.30(2H,m),2.31(3H,s),2.38(3H J s),2.89-3.01(2H,m),3.69-3.77(lH,m),7.14(lH > 
s),7.61(lH,s),8.01(lH,t,J=7.8Hz),8.08(lH,d,J=7.8Hz),8.52-8.55(2H,m). 
[0339] (HJ&0U147) (S)-2-T^y-4-[l-(4-hy7/^n^^^<^v?/V)-5,6-> ? ^^/V-lH- 
^^X^^^-/W-2-^/H-N-tKn^^^y^K[>fb^No.l29]0^ 
(^ifef!) 147-1) (S)-2-t-^h^^/V^^/VT^y-4-[l-(4-hy 7/V^-n^^/V^<^ 
/V)-5,6-^^-lH-^X^y^-/V-2-^^^ 

llii^|140-l-e#^^c>fb^448mg(1.03mmol)$rDMF 10mU£^J5?U A-h))y^ 
^-n^^^y^^nWKO.269 mKl.^mmol), SWT'nfcVl^^vVT^ 
0.165ml(1.02mmol)^.U ? ^^irv / ^i\ 163mg(0.57mmol)^Px., mUX2^mMWV 

fc 0 a&;&7^ ^^^b^nn^/^^nx., m%*xm&u m*mmi-hy 

A/^^^^)^ioT^^|E(D^^213mg^fi^^^^LT#fCo 
[0340] (HJS^J147-2) (S)-2H-^h=3r^/V7K^/VT^/-4-[l-(4-h!;7/^n^^/V^^^ 
/V)-5,6-^^^-lH-^^X^^^^-^-2-^/V]-N-hy^/V^^iy^^7^K<D^ 

MMW 147-1 ^#^ftfcte^l58mg(0.265mmol)£DME 7.5ml^^L, 10%/-?9 
v?^A^^30mg^Px:-C7K^#ia^T, ^m-ei.5^^^#bfCo StJSi&IT^ i? 

3.6ml^jii|b, WSCIiMik 72.1mg(0.377mmol), HOBt 33.9mg(0.251mmol), XV 
O-hy^/VfcKn^rv'/l'T^ 72.6mg(0.263mmol)^Px., ^M^OB^jl^Ucio S 
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[0341] (^^J147-3)(S)-2-T5/-4-[l-(4-hy:7^ 

^^X-r^/-/W2-^/V]-N-tKn^^^7^K tf fc£*No. 129] <D£*f& 
^^J147-2^#^^fc^^^l66mg(0.218nimol)^0t:^^iPL,4mol/l^b7K^ 

MS(Fab,Pos.) : m/z= 421[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 8 = 

6 2 

2.25-2.34(2H,m) ) 2.33(3H,s),2.37(3H,s) f 3.20-3.28(2H,m),3.84(lH,t,J=6.6Hz),5.77(2 
H,s) > 7.45(2H,d,J=8,2Hz),7.51(lH ) s),7.60(lH,s),7.75(2H > d,J=8.2Hz). 
[0342] (H»!j 148) (S)-2-T$y-4-(l-7a:-/V-5,6-^Dn-lH-<>'X^5:^/-/W2-^ 
/V)-N-tKn^v'^7$K[^^No.l30] 

(2lW!ll48-l) (S)-2-t-^>^^/Wfc/VT$y-4-(5 > 6-v ; ^an-lH-^>'X^^ 
^^J112-l-C#t>tvfc>fb^2.84g(5.72mmol)^^28mUC^b, eO'C'ClS^ 

p^m^bfco Hf&^7m> mmm^u h^>x»&mmft^umft%kir%z. 

[0343] (Hlfe^J148-2) (S)-2-t-^>^^^^/VT5:y-4-(l-7 ; n^-5,6-^nn-lH- 
^^X^^^y'-/W2-^/V)^^yy^T:XyK^^> ? ^^7 i /kC>^^ 

Hig^l 148-1 T*#btl/y t c>fb'^#l504mg(0.965mmol)^THF 15ml(^j^L, ^m^/V 
^P^233mg(2.08mmolX 260mg(1.56iiimol), t o Uv?V0.156ml(2.08nunol) 

, ^^^.7-i/-^670mg^px. x mmw^m^r^ux^^mmw^ Ri^m 
mm^;vx^mu ma^m^x^Ltc. m^m-thv^x^m^ mm* 

Hf ®JU ^fE<D<fc^l62mg£&^£ft#^LT#fCo 
[0344] 148-3) (S)-2H-^h^^^-/vr^y-4^1-7^^-5,6-v ? ^nn-lH- 
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^IJfe0lll48-2^#btlfc>ft:^162mg(O.288mmol)?rTHF 8ml, A> \bm\\C 

^mmmftzm^u lmouimm^mmxpH^z.m^tco ^.ti^uvi^Ax 

X^^LfCo ^;ft£^nn7}vK£3.6 mlK^MU WSCIig^ 77.0mg(0.402mmol) 
, O-hy^fcKn^v'/l'T^ 77.5mg(0.281mol)£3jn;t, ^rei9B3M#L 

&mtmtvxmti 0 

[0345] (^Jg^l48-4)(S)-2-T^7-4-(l-7airi/v-5,6-^nn-lH--<^X-r5:^/--/l--2- 
yf/vyu-MV^^^-y Df t£4&No. 1 30] <7)^ 

148-3T*#t>^c>fk^^ 103mg(0. HSmmmoOSrOt £#£PU 4mol/Ufe{t;* 
^/^^f-y2mI^P^TgMT*4NF^Jt#t^o H&*l7gL **feHr*U @ 

^x^xmm^^tKxmBfDit^fDmmm^Amg^m^mi^tLxmt^ 

MS(Fab,Pos.) : m/z= 379,381,383[M+H] + 
'H-NMR^OOMHz.DMSO-d +D O) 8 = 

6 2 

2.21-2.34(2H,m),2.75-2.90(2H,m),3.68-3.75(lH,m),5.61(2H,s),7.34(lH,s),7.75(2H, 
dd,J=1.7,7.1Hz),7.62-7.74(3H,m),8.00(lH,s). 
[0346] (HJfe^l49) (S^-T^/^-Cl-^^/V-S.e-^^nn-lH-^^X-r^i/--/^- 
-C/V)-N-tKn^>^^K[^^No. 131] <D-^& 

(Hifefll 149-1) (S)-2H-^h^^/V2K-/VT5:y-4-(l-^<^> ? /W5,6-i/^nn-lH- 

^o-x-r^y— /w2-^/H^^y5/^Tv-^K-<^> ? /i'^7 i /v©'a-^ 

HJg^|148-lT*#^ix/c^^500mg(0.972mmol)^DMF lOmH^flfU ^^/V 
:/n^K0.125ml(1.05mmol)&tf^i^>?A 311mg(0.954mmol)^nXL, ^MT*2 
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It. 

[0347] (MMMU9-2) (S)-2-t-^>^i/^/Vfc/VTV-4-(l-^y^/V-5,6-^^nn-lH- 
^|Jfe^J149-lT*#ibtvy u C'fb^396mg(0.696mmol)^THF 64mk MrS—fr 24mlfc: 

fc, XSftjRbfco -<^9*>208mg(0.435mmol)^^nn7}N/V^6 mlfc^flPU WSCI& 
Iftifi 125mg(0.652mmol\ &TO-hy^/VfcKn3r^/KT^ 126mg(0.458mmol)^P 

s^vy^y/v^9^^^h^7^-(^i^y/s^^^)^ioT^L,^ 

[0348] (^|gf!|149-3)(S)-2-T^y-4-(l-(3-7/V^n^Vv?/V)-5,6-> ? ^^/V-lH--<yX^ 
^^/-/V-2--r/W)-N-fcKn^>y^7^K Wfc^*No.l31] 

Hffiftl 149-2-e#btv/db'a*#l204mg(0.283mmol)=Sr0t: fc?&2sPU 4mol/tfrfb7K£ 
/^^f-^4ml^PX.T^?a-C4NF^^LfCo »&&«*U @ft 

MS(Fab,Pos.) : m/z= 393,395,397[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O) 5 = 

6 2 

2.23-2.38(2H,m),3.03-3.08(2H > m),3.83(lH,t,J=6.6Hz),5.57(2H > s) > 7.18(2H,d,J=8.6H 
z),7.31-7.40(3H,m),7.94(lH,s),7.97(lH,s). 
[0349] mMmi50) (S)-2-T^/-3-(l-^V^/V-lH-<^X^^)/-/V-2-r/V)-N-tKi3 

(^»»Jl50-l) (S)-3-(2-T^7-7^^^/W^^/^)-2-t-yh^rV^/V^^/V'T^ 
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WSCl46gfe&g4.46g(23.2mmolX HOBt 2.30g(17.0mmol)^Px., ^MX5#m 
Wcm^tCo 2.51g(23.3mmol)<^nn7M^100mligi£<D 

[0350] mffiM\w-2) (s)-3-(2-^yf-^r^y-y^/^;w^y(/v)-2-t-^h^-^^ 

^ife0yi5O-lT*#bnfc^^5Olmg(1.27mmol)^Tirh^hy/l-15mnc:^t^ 
^T/PxtK0.140ml(1.40mmol)^Pt % mUXUO^mmWLtc. Zazh])T±h 

^nn^^px., Amt^-hv^^mm, ^±m^x^u 
m-thV't&xt&mi'tc. mmz%£u mm^yv^^y^^h^yy^-(^ 
^y/mm^MKXoxnmu mm<Dit&vo2nmg*&&mfcbvxntc< > 

[0351] (3Sl60!|15O-3) (S)-2-t-^h^^^^/VT^y-3-(l-^y^/V'-lH-^^X^$^ 
;v-2-y;v)7°v\i e *vm^yV^tt 1 rfr<D&)& 
%MmW-2X%bivtz.ik'&m 206mg(0.426mmol)£@^2.2mnd&#?U 60^ 

*mm, mm*. mu&M&xmftu m^mm-rhv^x^rnvtco mmm^ 

[0352] (^lt^|150-4) (S)-2-t-^h^i/^/Vfe/VT^7-3-(l-^^^-lH--<^X-r5:^ 
/W2-^/V)-N-hy^/V^-^rV7 P nt' , ^-^T^K<D^ 
^JS^J150-3T*#^tvfc^^l64mg(0.352mniol)^DME 8ml£?§fi?U lO^^v 5 
!7A^^48mg^Px.T7K^#ffl^T, ^^T*30^^^#bfc„ Sf»7&, -fe^-T 
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SBSIU WSCIifigftig 88.7mg(0.463mmol), RW-bV^/^V^y^T^ 
89.3mg(0.324mmol)^Px., gMT*20B#P^#L/c o BJfc%hT'&. ^nn*M^D 

[0353] (S)-2-T^/-3-(l-^y^/P-lH-^^X^$y^-/V-2-^/V)-N-tK 
xiUclrfxi fc^T^K Dfb£&No. 132] 
^^!ll50-4^#^)tV7t{b^l44mg(0.228mmol)?r0 < C^^L, 4mol/l^>fb7R^ 

T|*»U *IB<^b^©1ftB^75.3mgS^feliflci:U'r#fc. 
MS(Fab,Pos.) : m/z= 291[M+H] + 
'H-NMRftOOMHz.DMSO-d +D O) 8 = 

6 2 

0.87(3H,t,J=7.3Hz),1.29-1.39(4H,m),1.72-1.81(2H,m),3.61(lH,dd,J=8.3,15.7Hz),3. 
64(lH,dd,J=7.1,15.7Hz),4.27(lH,t,J=7.3Hz),4.19-4.22(2H,m),7.48-7.55(2H,m),7.78 
(lH,d,J=7.1Hz),7.87(lH,d,J=7.1Hz). 
[0354] (mmmi51) (S)-2-TS/-3-[l-(4-^/V:7:n^/V)-lH-- <yXY^/-A--2->l7kl 
-N-tKndr v'T'nfc^^T^K Wb^No. 133] <D-g^ 

(HJfe0!ll51-l) (S)-2H-^h^r^^fc/WT5/-3-(lH-^^X^^i/-/W-2-^ 

%mmiSb-lX^bfltz.tt&® 511mg(1.24mmol)&8^10mUd£ft?U 60^120 
#KIJfc#Ut, ^£@*U ^nn^/W^n*., &Sfc&y«^Mc8« 

, mm*. mA&mfcxvmu m^mmi-b^^x^mvtc. mmzm^u m 

fcGtffr^fc 234mg*&fiJ&^£LT#fc. 
[0355] (^&g#|151-2) (S)-2-t-^^^;^^7^-3-[l-(4-^f^7x^;l/)-lH-^ 
^X-r^^—/V-2-^/W]^nt°^^^^^>?/V^7 i /V<7)^ 
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HJfe^Jl51-l-e#^fc{b^224mg(0.566mmol)^THF 7mHd&ft?U A-^A^y 
^^/^n^l54mg(1.13ramol), @£$?&3(II) 206mg(0.849minol), fc°y>V 
0.095ml(1.13mmol\ ^U^y— ^-^350mg^nxi, ^#ffl^T^T*2 0 m 

tmm&. tm&&4xU m^yWVfrXyMv^Yyyyj-^^y/mfc 

[0356] (HJ60H151-3) (S)-2-t-yh=3r^/^^/VT^7-3-[l-(4-^^7^/V)-lH--< 
^X^^y^-/V-2--T/V]-N-hy5 : -/^^rV7 P i3fc o ^>'T5:KC0^^ 
^!&#Jl51-2^#btufc^$)87 Jmg&DME 4.5mlK:jgfl?U lOV^S^^ 

% WSCI^M 51.1mg, RXlO-b])^/^V^y^T^y 51.5mg&bn*.* g?rC15 

y^n^Y^yy^-^^y/mm^M\z.^xmUU «fB©ffr£«&76.8mg 

*&&mM>b\.xntz. 0 

[0357] (2ll&#ll51-4) (S)-2-T$/-3-(l-(4-^^/^^n/V)-lH-^^V5:^)/-/W2-r 
/W^N-tKn^i^/ntr^-VT^KC-fb^No. 133] tf)^ 

^Jg^J151-31?#btLfc>fb^76.8mg(0J18mmol)^0t:(C^L,4mol/l^b7K 
^/ / ^=ar^^l.5ml^Px.T^T*2NF^^#L^ 0 Sf&S&T^ M££@£U 

oTlftRU ^IEO<b^0^ig28.2mg^6fe@^iLr#fCo 
MS(Fab,Pos.) : m/z= 311[M+H] + 
'H-NMRtfOOMHz.DMSO-d +D O) 5 = 

6 2 

2.46(3H,s),3.26(lH,dd,J=7.3,13.2Hz) > 3.29(lH,dd,J=6.8,13.2Hz),4.29(lH,t I J=6.8Hz), 
7.19(lH,d,J=8.1Hz),7.34-7.48(2H,m),7.40(2H,d,J=8.3Hz),7.50(2H,d,J=8.3Hz),7.78( 
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lH,d,J=7.3Hz). 

[0358] (mnMl52) (S)-2-T^/-3-[l-(4-t-:/?Vl^^v?/V)-lH-- <^X^^/-;V-2--i 
/V]-N-fcKn^i^/ , ntr^->'T$K['ffc:^No.l34]©^ 

(MMW 152-1) (S)-2-t-^h^i/^/V^-^T^/-3-[l-(4-t-^^-<Vv ? /l-)-lH- 

^^X^^^ > /~/v-2---r/v]7 p nt 0 ^-y^^<y^^7 L /wo^ 

^»Jl51-l-e#bHfc>fb^l56mg(0.394mmol)?rDMF 3ml{C^j!iL, 4-t-^ 
/^y^^n^K0.109ml(0.591mmoD&^B^fe^A 128mg(0.393mmol)lr*P 

[0359] (HJife^ 152-2) (S)-2-t-^>^i/^/V#^/VT^7-3-[l-(4-t-^/V-<^v ? /V)-lH- 
^>'X^^^^-/V-2-^]-N-hy^/^dr^7 P nt' , ^-^T^K^^^ 
H^Jl52-lT*#^tt^b^l92mg(0.354nimol)^DME 9.8mlfc^U 1W<7 

Kffl&U WSCI^^101mg(0.527mmol), RXto-hVf'A'KF&ri'A'TSy 
102mg(0.370mmol)^Px., mWfClGftflRfflfrUZo fcfo%hT'&, ^m^M^Mx. 

[0360] (MMmiM-Z) (S)-2-T^/-3-[H4-t-^/V^<y^M-m- <^X>f ^/-/V 
-2-^/V]-N-tKn^>/7 P nfc <> ^T^K[^^No.l34](0-a'^ 
^^J152-2T*#e>Hfc>fb^l96mg(0.127mmol)$r0 < C{C^L, 4mol/l&{b7kiSf 
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MS(Fab,Pos.) : m/z= 367[M+H] + 
'H-NMR^OOMHz.DMSO-d +D O) 8 = 

6 2 

1.24(9H,s),3.55-3.64(2H,m),4.33(lH,t,J=7.1Hz) I 7.17(2H ) d,J=8.1Hz),7.37(2H > d,J=8. 
3Hz),7.40-7.48(2H,m),7.68(lH,d,J=7.0Hz),7.79(2H,d,J=7.0Hz). 
[0361] mMmi53) (R)-2-T^y-3-(l-^^/WlH-^^K-/W3--r/k)-N-tKndr^-7°n 

^jfe^J128-l"e#/db^l.00g(2.54mmol)^T*fehy20ml(J:^L3— 
1.22mlSrJP*.feo ^^^^•feV!?A456mg(1.40mmol)^nXL > 60^2 0 SHt#Uh 

[0362] (Hjfefll 153-2) (R)-2-t-^>=^ i/^/V^c=./VT^7-3-(l-^^-lH--r^K-/V-3- 
HJfiWl53-lT?#6>*lfcfl2^ 596mg(1.41mmol)£DME 30ml^fi?U 10%/^7 

wmm i20m g ^p^, T^m^m^rx^mmmwvtco bu&&t&. 

«KJ;oT«jK«:flfcSU EcJEESfcj&LTt, ^O5-b200mg(0.603mmol)^ 

^nn^/VA6mHC^L, WSCI^^173mg(0.903mmol)S.l5HOBt 

ss.emgCo.essnmioO^n^Tt^^o-^v^fcKn^^T^^ 

89.1mg(0.724nimol)^Px., £M^18l$fflli#L;fco ^Dn*;^^P 

oAmcii/wtoMtm* m&w&imm. m&mfox^ut. *mm&m 
-(^^/mm^M^xoxmmu iw©^^ i9im g ^^,^^^L 

[0363] (Hjfe$|153-3) (R)-2-T^/-N-tKn^riy-3-(l-^^-lH-r^K-/W3--l'/W)7 P 
HiS^J153-2-e#ib^c>fk^l69mg(0.386mmol)^DME 8mltC^L, 10%/^v 5 



WO 2005/073180 



161 



PCT/JP2004/019512 



mmi^xmmmau mm*®*. *ra6**ut, ^jc*»t. 4moi/i& 

MS(Fab,Pos.) : m/z= 248[M+H] + 
'H-NMR(500MHz,DMSO-d +D 0): 5 = 

6 2 

1.35(3H,tJ=7.3Hz),3.08(lH,dd,J=7.6,14.4Hz),3.17(lH,dd,J=7.1,14.4Hz),3.77(lH,t, 
J=7.3Hz),4.16(2H,q,J=7.3Hz),7.04-7.09(lH,m),7.15-7.20(lH,m),7.22(lH ) s),7.45(lH 
,d,J=8.3Hz),7.64(lH,d,J=8.1Hz). 
[0364] (HJS0H154) (R)-2-T5:/-3-(l-7 P nt:VV-lH--i'^K— /V-3-- f/^-N-tKn^^n 

(Hifc#J 154-1) (R)-2-t-Zfh*i/*/\'#~/\'T ^/-3-(l-7 P nfcVV-lH-^^K-/V 

Hlfcfcl 128-lT*#fcfb^ 1 .00g(2.54mmol)^T-feh^20mH^^L3-K^ tv<V 
1.48ml^*Dx.fCo ^(^^>!>A456mg(1.40mmol)^P^, &fCl*2UmfflfrUt 

[0365] (HJS01I154-2) (R)-2-t-^hdri/^/^^/VT^y-3-(l-7 P DtVWlH-^^K-/V' 

MMM 154-1 X-'&btltcik&yi} 516mg(1.18mmol)£DME 26mlfc^fi|U 10%/"*? 
^*A&§fc 103mg^P^, **#fflftT-e4^Ria#bfco -fe^-f 
iSfcJ:oTtt8fc£:l&3cU jgjKSre*. EtEESfcilUt, -Op*>218mg(0.628inmol)£ 
^nn7K^A6nU^^L,WSCI^^180mg(0.940nunol)S.t/HOBt 
89Jmg(0.659nimol)^P^c^^O-^>'^/VtKn^rv'^T^^ 
92.8mg(0.754mmol)^P^, mUX18^mmWl^tc 0 m&WT&. fmfrA'MlM 
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x., o.imo\/imt*mw. &m*wj*7ktm. m*iffifc-etmi,it 0 nmmzu 
xmt. 

[0366] (Hife0!ll54-3) (R)-2-T^y-N-tKndri/-3-(l-7 B ntVWlH-^^K-/V-3-'Y/V) 
-fvttVT^Y Wb£4feNo. 1 36] <D-3*J& 
^»J154-2T*#^tl/cfb^#ll86mg(0.412mmol)^DME 8mUC^U 10%^7^ 

bmm^vxim&ti&u mt&%%£. m£#Muz* ztuz^r. 4moi/ue 
mfctLxwc* 

MS(Fab,Pos.):m/z= 262[M+H] + 
'H-NMRtfOOMHz.DMSO-d +D O): 8 = 

6 2 

0.85(3H,t,J=7.6Hz),1.75(2H ) sextJ=7.6Hz),3.09(lH,dd,J=7.1,14.4Hz),3.16(lH,dd,J= 
6.8,14.4Hz) I 3.77(lH,tJ=7.1Hz),4.01-4.12(2H,m),7.04-7.08(lH,m),7.14-7.19(lH,m) 
,7.21(lH,s),7.45(lH,d,J=8.3Hz),7.63(lH,d,J=8.1Hz). 
[0367] (MMW155) (R)-2-T5/-3-(l-:/3vl'-lH->|VK— /V-S-^-N-tKn^^D 
^VT^KMb^No.137]^^ 

(^ife^J 1 55-1 ) (R)-2-t-^h=¥^/V/}?^^T^7-3-(l-^/^-lH-r^K~/V-3- 

^IS^Jl28-ir*#yh{k^l.00g(2.54mmol)^T-feh^20ml{^^?L3-K7 P n/N 0 ^ 
1.75ml«rlP*.fco --^^^•fei/'>^456mg(L40mmol)^Px > eO^T^ 0 KSI^bfc 

o fcfomT&. mm&mau ^*vyRxmwt^ s f-**toz.x*®ft*mmz£ 
m^/v)\zxoxmmu wBv>K&m ^mg^m^m^mmhvxmtu 

[0368] (HJfc0!ll55-2) {Ry2-t-7'Y^i/^;V^;VT^-Z<\-7'^V-m-^¥-;V-Z- 
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%1fomtt-l^%bttfz.tt&m 667mg(1.48mmol)£DME 33mH38#U 10%/*5 

T&\Z£oXftkmZ&i:U mm*®£, mB&m^tCo ^5^210mg(0.582mmol)£ 
^nn*A-A6mH^fi?U WSCI&®^167mg(0.872mmol)&rmOBt 
82.6mg(0.611nmol)^P^fc^^O-^V^t:Kn^^/PT5> 
86.0mg(0.698nimol)^P^, m&X21tifmMWLtc 0 SJ^^T^x ^nn/fr/W^P 

^ o.imoi/mmTkmm, i$mzwj»*mm, m^m^xm^Lt^ ^mmzrn 

[0369] (^WJl55-3) (R^-T^y-N-tKa^^-S-d-^^/V-lH-^^K-^-S-^/V)^ 
nt°^->-T^K[^^No.l37](D^ 

llig^J155-2-e#^ixfc^'^^ll82mg(0.391mmol)^DME 8mlK^fi?U 10%/^i/ 
!>^^90mg^Px.T*^#ffl^T, mUXiemmmWLtZo 5CfofeT'&, -tyj 

m^^xmmm^u mmzgiz, uj£&mLtc 0 ^uctk&t, 4moi/i^ 
tLxntco 

MS(Fab,Pos.):m/z= 276[M+H] + 
'H-NMRtfOOMHz.DMSO-d +D O): 5 = 

6 2 

0.89(3H,t,J=7.3Hz),1.26(2H,sext,J=7.3Hz),1.72(2H,quiJ=7.6Hz),3.05(lH,dd,J=7.3, 
14.4Hz),3.15(lH,dd,J=7.1,14.4Hz),3.72(lH,t,J=7.3Hz),4.09-4.13(2H,m),7.03-7.07( 
lH,m),7.14-7.18(lH,m),7.19(lH,s),7.44(lH,d,J=8.3Hz) > 7.63(lH,d,J=7.8Hz). 
[0370] (MMmi56) (S)-2-T^/-3-(l-3i^/V-lH-('^K— /V-Z-y( /Vyn-MY^yZf^ 
*yT^nik&%}No. 138](D^ 

(^»J156-1) (S)-2-t-yh^^/Vfc/VT$7-3-(l-^^/V-lH-^^K--^-3- 
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W&Va— 0.61ml^Px.7to ^(C^^-fei/!>A278mg(0.853mmol)lriPx. x 

eow2 0 mmwvtzo sj&^t^ ®m%£u ^^mmm^^M 

[0371] (Hig#ll56-2) (S)-2-t-^h=3r^/^^/VT$y-3-(l-^^-/V-lH--r^K-/^-3- 
MMMl56-lX*nbtltcik&y>) 366mg(0.866mmol)£DME 18m»^j|?U 10%^°7 

wmm 73.2m g ^px, Tkmrnm^rxmrmftistc* fcmmr&, t^M 
mz^xmrnzmau mm*®^ mjz&m^tco ;i<D5^209mg(o.628mmoi)£ 

7tizi-fc/VA > 6mUZ.MMU WSCI^igl80mg(0.940mmol)S.OTOBt 
84.8mg(0.628mmol)^P^/c^{CO-hy^/VtKn^i/^T^>'182mg(0.661mmol)^ 
Mx., ^UXlS^mmWhtCo EfomTfe. ^nn^A^Px., O.lmol/l^*^ 

j-MK&ixmmu g &)<Dfc&® 275mg&m&mw:Vobvxntc 0 

[0372] (^^1156-3) (S)-2-T^/-N-tKndr^-3-(l-^^/WlH->l'^K-/V-3-^)7 P 

nt°;t^T^RDfb^NoJ38] 

MMW 156-2T*#b^fc>fb'^#l234mg(0.396mmol)^7k^Tx ^ol/l^bTK^/v 5 

*/-*)xmmu m^<o\^m. ommm^mg^^m^tLxntco 

MS(Fab,Pos.):m/z= 248[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O): 8 = 

6 2 

1.35(3H,t,J=7.3Hz) > 3.08(lH,dd,J=7.6,14.4Hz),3.17(lH I dd,J=7.1,14.4Hz),3.77(lH,t, 
J=7.3Hz),4.16(2H,q,J=7.3Hz),7.04-7.09(lH,m),7.15-7.20(lH,m),7.22(lH,s),7.45(lH 
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,d,J=8.1Hz),7.64(lH,d,J=8.1Hz). 
[0373] 157) (S)-2-T^/-3-(l-:/nfcVV-llW:/K— />-3-^)-N-tKn^ *szfu 

(MMm 157-1) (S)-2-t-y h^V*/I^^/VT^-3-(l-^ntr/W-lH-^K— ^ 

rfTSg(DN ° -Boc-hy -fYy rV^y ^^^x/VSOOmgCl .27mmol)£Tir 1 OmKC 
*gfl?L3— K^n/"?> 0.74ml^Px./Co r^^iriX?A278mg(0.853mmol)£;!jD;L 

, 60^-^2 0 ra8&#ut, mmi'&, mm^^u ^f-yRnmrn^^m 

[0374] mMM 157-2) (S)-2-t-^hdri/^^^T^/-3-(l-7 e nt: 0 ^-lH-^^K-/V 

%Mmsi-lX-%btltzA\&m 331mg(0.759mmol)£DME 16.5mUd£fi?U 10%/-? 

««K:J;oTtt«Sr»*U S*JE«*feLfco -O5^)206mg(0.593mmol) 

£^nn/JvKk6mH;i^fl?U WSCI^^170mg(0.888mmol)S.^HOBt 
80Jmg(0.593imol)^n^fc^{CO-hy^/VtKn^i//VT^>'171mg(0.622mmol)^ 
APXL, S?&"ei8l^raaE#L/to ^nn^AlriPt, O.lmolAfigfcTMg 

«iu mmzgnLtc* Bm^yv^^y^n^b^yy^-^^/mm^ 

[0375] 157-3) (S)-2-T^7-N-tKn^^-3-(l-7 P nt:VV-lH-^^K-/V-3-('/V) 

•fxi fc^T^K tffr&ttNo. 1 39] 
^ig0iJl57-3T*#e>^^fc'^b^224mg(O.37O^unol)S^7K^T^ 4mol/Ufi<b**/^ 
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LT#fc 0 

MS(Fab,Pos.):m/z= 262[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D 0): 6 = 

6 2 

0.85(3H,t,J=7.6Hz),1.75(2H,sext,J=7.6Hz),3.09(lH,dd,J=7.1,14.4Hz),3.16(lH,dd,J= 
7.1,14.4Hz) > 3.77(lH,t,J=7.1Hz),4.01-4.12(2H,m),7.04-7.08(lH,m),7.14-7.19(lH,m) 
,7.21(lH,s),7.45(lH,d,J=8.3Hz),7.63(lH,d,J=7.8Hz). 
[0376] (%MMl58) (S)-2-T^/-3-(l-^^V-lH-^yK— ^3-^)^-1:^5^^ 
*VT5KMb-&*No.l40]©^ 

(Hlfe^J 158-1) (S)-2-t-^>=¥v'^/V^^^T^y-3-(l-^^/V-l H-^K— /V-3- 

rfrfl£(DN " -Boc-hy r/h^r^^/W^X/VSOOmgU .27mmol)£7ir h VIOmKC 
*#L3— K^n/^ 0.88ml^Px.fCo ^^}C^^-feV^A278mg(0.853mmol)^Px. 
, 60t:-C2 0 ^^#LfCo KJ£**7&* S$fcSre*U ^f-^^^^/v^p 

97-f-(^^f-^/ftift3if-/V)fcJ;oXflfl4L, *lB<0ft;£4& 234mg£&M!?$S 

[0377] (Hlfiffi|158-2) (S)-2-t-^h^^/^^T^y-3-(l-y^/V-lH-^K-/V-3- 

M1&Wl58-l-V&bintz.fc&y9 234mg(0.519mmol)£DME 12ml^^L, 10%^7 
S^Afc* 47mg£*P;t, **#HftTX?3l*ra«^Lfc. SJfcfcTSK iry-TMli 

WSCI&^&147mg(0J68mmol),&.tfHOBt 69.1mg(0.519mmol)^Px.fc^ 
^{CO-hy^fcKn^^/VT^^148mg(0.537mmol)^P^, £i&-C19l$rajf#Uh 
o K&ifcTgL 9xm*tf,J>&tojL. 0.1mol/lifififoK»SK, #flfeb!J*«M<*»u fifb 

fb£4fc 193mg$rMfefa^i:b-C#fCo 
[0378] (HJg^J158-3) (S)-2-T^/-N-tKn^rv'-3-(l-y^/WlH-^^K— ^-3-^)7" 
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Pt°^-yT^K[^t)No.l40]<D^ 

o 

MS(Fab,Pos.):m/z= 276[M+H] + 
'H-NMRCSOOMHz.DMSO-d +D O): 8 = 

6 2 

0.89(3H,t,J=7.3Hz),1.26(2H,sext,J=7.3Hz),1.72(2H,qui,J=7.6Hz),3.08(lH,dd,J=7.3, 
14.4Hz),3.16(lH,dd,J=7.1,14.4Hz),3.76(lH,t,J=7.3Hz),4.09-4.13(2H ( m),7.04-7.08( 
lH,m),7.14-7.19(lH,m),7.20(lH,s),7.45(lH,d,J=8.3Hz),7.64(lH,d,J=7.8Hz). 
[0379] (Hife^J159) (S)-2-T^/-4-(l-^>^/V-5,6-^f-/WlH-^<^V^)/-/V 
-2--f/V)-N-tKndr^^7^KW^#lNo.l41](D^ 

(^^J159-1) (S)-2H-^>^V^/^^T^/-4-(2--<^/VT^y-4,5-v ; ^ 

||ig^J110-l-e#e)ti7c>fb^507mg(l.llmmol)$rT-feh^hy/V lOmUC^U 
^^T/VxtK0J28ml(1.22mmol)^P^T^aT3^^^Lfc <) ^V>-ehyTir 
h^7k#fbfc£i^hy!^353m 

t-2ob#p^#l7Co %.fom'&, mmzg^u mm^/^m^xm^. 
(Dik&mmmg&n&mftkLxmzo 

[0380] (HJS#|159-2) 2-t-^h^^/V^/VT^7-4-(l-^^/V-5,6-v ? ^^/V-lH--< 

u mm^v^^y^^h^vy^-(^^>/mm^MK^xmm^ 
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[038i] mmm 159-3) (s)-2-t-y y**/*;vi$~;vT^;-±<i^s^;v-5$-y**f-;v 

^^Jl59-2T*#b^^^l41mg(0.278mniol)SrDME 7mU^0L, 10%/*?$? 

28ml^Px., 7R^#ffl^^. ^M"e2.5Np^it#b/Co ^^T^> 

WSCIl^^ 71.8mg(0.375mmolX HOBt 33.8mg(0.250imol)&TK)-h!^/l'fcKnar 
*/;VT$:s 72.8mg(0.263mmol)^Px.T^M-C16NF^Jt#Lyt> m&%k~T'&, 

fit^U ^IE^^123mg^S^^^L-C#fCo 
[0382] 159-4) (S)-2-T^y-4-(l-^^^-5,6-v ? ^^^-lH-^<^X-r^^i/— /V 

-2--f^-N-fcKn^^^y^K[^^t)No.l41]<D^ 

^Jfe^llSg-ST^b^db^^Smg^O^f^^L, 4mol/imb7K^/v ; ^-^f- 
^^2.4ml^PXL, gfiT*4B#fijf ^Ut, SJ&^TiL }«£@icU 
^^Ti^Lfco ^ft£i/y#y/^^ 

/V)^o-C^L, ^lE^^©^^ 59.6mg£fi£@#:£LT#*: 0 
MS(Fab,Pos.):m/z= 333[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O): 5 = 

6 2 

0.87(3H,t,J=7.0Hz),1.28-1.38(4H > m),L71-L81(2H,m),2.25-2.35(2H > m),2.37(3H,s), 
2.40(3H,s),3.13-3.28(2H,m),3.86(lH,t,J=6.6Hz),4.31(2H,t,J=7.0Hz),7.53(lH > s),7.67 
(lH,s). 

[0383] mifeW 160) (S)-2-T^y-4-[H2,2-^^/V-7 e ntVV)-5,6-^^/l'-lH-^<^X>r 
^^-;V-2-^/V)]-N-fcKn^>>yf-75KWk^#lNo.l42](D^ 
(HJi#l 160-1) (S)-2-t-^hdr^^/V^^/l^T5:y-4-[2-(2,2-^^/V7 p nfcVHT^ 

y-4,5-^^/v-7^^/v^7/w^^/v]-^^y5/^Ti/yK ^o^/v 

fife 

IIJi^Jll0-lT-#^tbyc:>f^^l454mg(0.996mmol)^T-feh^hy/V lOmH^j^U 
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[0384] (Hi£#|160-2) 2-t-^h^^^^-^T^/-4-[l-(2,2-^^/W7 P ntVV)-5,6-v ? 
^^/V-lH-^^X^^^i/-/V-2-^/V]-^^y^^Tv'yK ^v7V- x^f/W^ 

%.fom-&, mm^^u w^yx^mLtc.m^^>xnmmu mkwv 
m^m^xmwuz. m^mmi-hv^x^m^tzmmm^w^h 

m&nik&miiAmgzm&mwiyjbLxmce 

[0385] (HJI^J160-3) (S^-T^y^-tl^^-^^/V^nfcVvH.e-^^-lH-^y 
X^^-;V-2-^/H-N-tKn=¥^f-95K[^^No.l42]0^ 
Hife^)160-2-e#btLy u c>fb^72.4mg(0.143mmol)trDME 3.6mUdgfi?U 10%/*7 

WSCmmM 39.1mg(0.204mmol) x HOBt 18.4mg(0.136mmol)&t/O-hy^/H:Kndf 
i/frTVs 39.3mg(0.142mmol)^P^T^?ar*24^^M#Lfc o SJ&ifit-T^ ^nc 

^/^^px.-c^@7K> isip^^TkT^L, MTKfiiit^hy^AT^^Lfco mm 

&®*U a^^y*y/^7A^n^h^77>r-(^f-^/^^^)^«toT 
iftMLfCo ^^O'CfCftiPU 4mol/l^b7k^/^^f-^^1.2ml^Px., gffi. 

fc&mvxmm. \zjm&&&mwt\sxmz 0 

MS(Fab):m/z= 333[M+H] + 
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'H-NMRCSOOMHz.DMSO-d +D O): 8 = 

6 2 

1.02(9H,s),2.29-2.36(2H > m),2.38(3H,s),2.40(3H,s)3.17-3.34(2H,m),3.83(lH,t,J=6.8 
Hz),4.24(2H,s),7.55(lH,s),7.78(lH,s). 
[0386] (MMM 161) (S)-2-T^y-3-(l-^^/V-lH-^>'K-/W-3-^)-N-tKndr^7 P 

161-1) (S)-2-t-^h^^;^^/VT$y-3-(l-^^/V-lH-^y K— /V' 
-3-l7V-):/nfc 0 ;a-^ ^^/Ke;*^©^ 

rfcflgON °-Boc-|>y -fV7Ty^yi>)V^.7<T^ 1 0mg(l .29mmol)£T-fe h VIOmUC 

^L3— K^f-^ 1.12mlSrJP^.fc. rrfc^it"fe'>«>A278mg(0.853mmo0Sr*P^ 

, 60^-^2 0 mmwvtco 5Lf&m&, «as&Hi*u ^f-^&uwii^A'Srja 

77>f-(^f-V/^^/H^ioTm^b, «|B^fc;^ 176mg^«ffife^^ 

[0387] mmmm-2) (syi-t-^h^y^^^r^-z^i-^^-m-^V—/^ 

%1fcmm-\^'®btlKLik&m 176mg(0.367mmol)£DME Bmlltft^U 10V"?7 
35mg^P^, 7K^#IS^TT-4^^Jt^LfCo K£i&7&, 

^L,WSCI^lgl05mg(0.550mmol)&TO-hy^fcKndrv'/VT^y 
106mg(0.385mmol)^Px. % Sfi^l8l$IB8l#Lfc. SJ&ll&TSL ^nn/JvK^Px. 

, o.imoi/ufisft*Sf«r, ^si*y^A*»«, i&fp^7KT^#Lfco mmmzm* 
mmi-vv^x^mu mm&m^uu wm^w^y^^wyy^k 

[0388] (MMM161-3) (S)-2-T^/-N-fcKn^V-3-(l-^=3rv'/V-lH-^^K~/V'-3--r/V) 
^PbTtfVTSK [flrfH&No. 143] <Z>^J& 

m-2Xnhtltz.it&m 147mg(0.278nimol)£7kftT> 4mol/l^b7K^/> ? 
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o 

MS(Fab):m/z= 304[M+H] + 
'H-NMR(500MHz,DMSO-d +D O): 5 = 

6 2 

0.84(3H,t,J=6.8Hz),1.17-1.34(6H > m),1.67-1.78(2H,m),3.00(lH,ddJ=7.1,14.4Hz),3. 
13(lH,dd,J=6.8,14.4Hz),3.62-3.68(lH,m) > 4.10(lH,t,J=6.8Hz),7.05(lH,t,J=7.1Hz),7. 
15(lH,t,J=7.1Hz),7.19(lH,s),7.43(lH,d,J=8.3Hz) > 7.62(lH,d,J=7.8Hz). 
[0389] mMMie2) (S)-2-T5/-3-[l-(3-^^/W^^/V)-lH-^yK-/W3-^/H-N-tKn 

mmmie2-i) (s)-2-t-^h=ar^/^^/vr^y-3-[i-(3-^^^/v)-iH--ry 

llT|g(7)N °-Boc-hy ^h^r^^/^^^SSOmgCl .35mmol)^Tir h^lOml^ 
*#L3— K^f-V 1.00mI^Px.7t o ^^(d^^"fe^^278mg(0.853mmol)tr*D^. 

, 6o«c-e2 0 mimuzo Kfomrwi. mm:&^u ^-^yAxmm^^M 

[0390] (2SJ609162-2) (S)-2-t-^h=3r^/^^/VT^/-3-[l-(3-^^/V^/V)-lH--r^ 
MMMW-lX&tbtltcfc&yo 126mg(0.367mmol)£rDME 6ml^ft?U 10V*7 

ft?U WSCIig^78. lmg(0.408mmol)S.OT-H;^/VtKn=¥v'/VT^^ 
78.6mg(0.285mmol)^Px., m&X18mmffiftUZo S/fcteTSK ^nntfvK^JP 

x., o.imoi/i^^TK^, fcwjy^&mm. mtim&vimuto &mm*m 
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[0391] 162-3) (Sh2-T$S-U-\iVv*i'-3-[nz-^/l'Zf^/ld-lH-s(>h*—/V 

-3-^]7W^T^KMb^NoJ44]<D^J& 
ll»!|162-2T*#^fc>fb^tll04mg(0J65nimol)^^Tx4mol/l^b7k^/^ 

^y-^taoTilU ^E^^^^^^44.8mg^flfe@^:^LT#7t 0 
MS(Fab):m/z= 290[M+H] + 
'H-NMRteOOMHz.DMSO-d +D O): 5 =. 

6 2 

0.92(6H,d,J=6.6Hz),1.48-1.60(lH,m),1.63(2H,q,J=7.1Hz),3.03(lH,dd,J=7.3,14.4Hz) 
,3.15(lH,dd,J=6.8,14.4Hz),3.63-3.71(lH,m),4.12(lH,t,J=6.6Hz),7.05(lH,t,J=7.1Hz) 
,7.17(lH ( t,J=7.1Hz),7.20(lH,s),7.43(lH,d,J=8.3Hz),7.62(lH,d,J=7.8Hz). 



WO 2005/073180 



173 



PCT/JP2004/019512 



[flsii] 

o 

i 

1 2 

U 

Q 14-Y -A -R 2rMfls£ft£Q **3Sr#ftft£4MEQ , Xftt&ftSittf: 

113 2. 2, 3 

4 

Y -S-\ -NR -CONR - -NR CO-, -NR COO-, -NR CON 

1 3 3 3 3 3 

R - -NR SO - x Xtt-NR SO NR -£^U 

4 3 2 3 2 4 

3 
2 

3 4 

m*mi~3<DT/v*uym*btemfrbm\ftitcmzmu tit, r «s 

2 3 

Q riTfB=*flI-a)©g-Cfco-C, 
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(ll-a) 



5£(II-a) ^{C*5V^, R i/TSmxn-Y -A -R 

5 2 3 2 

Y tt^^-a-, -O-, -S-, -NR - -CONR -NR CO- -NR COO-, -N 

2 3 3 3 3 

R CONR -NR SO - X&-NR SO NR -&£U 

3 4 3 2 3 2 4 

6 

tia&K/NP^V, TVV^/H^ -hn^, i/T/g, -OR N -COOR , Xft-CON 

7 7 

R R R l^±^m&^LT^Tt>&<> 

7 8 6 

R ATM \ttMtiM*LKT;v*;vm, TV-^m, ^uTV- 

7 8 
3 

Mbi3] 
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XtZCHZmU Y i*3M£3\ -CO-, X\ZSO -£^cU 

3 2 

4 

1 1 2 

«9, q -e$>o, r #y -a — r T?fo«9, y ^mmm^xm, A ft^V^m 

1 2 5 2 3 2 2 3 

2 

r asjkaig^-cfc!), a ;w^-e&^ a t^v^m, q #y -a -r -e 

1 1 2 113 2 

1 3 

R ^**JS^-*Cfct), A dS^3Bf^T?*>0, A d^f-lx^-C$>«9, Q ^Y -A -R "C 

1 12 113 2 

13 2 

RXfi* A ^^Ui^CfcO, Q /5 S -Y -A -R Y dSNR COX*h*)A 

2 1132 13 3 

2 

Wbl4] 




(III) 



1 

a RxfA te%ti?tm±\z&i&^ x\z&imm*mfrb6(DT/v*u>>m$:m 

1 2 

U 

Rfi^ti^^57:^m±o^(D^mjg^^M^tvTv>Tt ) «t<,- : etv^Mfi 

6 

5r{C/NDy>- % T/V^/Wg, — hng % VT/g, -OR , -COOR , Xfc£-CONR R 



WO 2005/073180 



176 



PCT/JP2004/019512 



8 6 
7 8 

Y te$£*££\ -CO-, XI2-SO -£itU 

3 2 

3 

2 

[3] ^(III)^ (31*3V A J&Mf'l'XX ttatfVV&^U R tf**®** T/V^A-g 

2 1 

1 3 

6 

[4] ^(III)^ fc*5V vr, A asa^vy&^U A asi£Sr£**U R as**jg*£^1- 

2 11 

^(IlOI^&VvC, R a***®*"?*)!)* A «S^.|S^"C*>9, A flSai^VXT?*)^ 

1 12 
3 3 2 

r a***®*-?*^ a &%-W&xh^ a ft^v^xm, nifioxm, y # 

112 3 

llM&^-e&eK a tf^uyxhv, ^or as:7mrvi^£^L;Xte 

3 2 

r a***®*-?*^ a as^ife-a-cfco, a ft^v^x-m, n mxm, y as 

1 1 2 3 

^^T*fe!9, A as^l/^T*$>9, a»oR aS4-^hn7^/^^b;X» 

3 2 

r &fcmm*xm. a asgM&a-cfco, a &=&wxm, nmxm, y & 

112 3 

A &mm&X*hV), ^OR as^fykg£^UXte 

3 2 

R a***®*"?*^ A dS^H'g-CfcO, A tf^VlsX'jbQ % ndS0T^9, Y a* 

1 12 3 

3 2 

r as**jDK*-cfc&, a as^-^-efc^ a t^^wxm. nt^xm, y a* 

1 1 2 3 

3 2 
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R ififrmm+tlb^ A •i>mW&-?h 1 9, A ft^Vls^m, n&OXM. Y R 

1 1 2 3 

XfiA ^^^-e^o, ^oR ri^/^Sr^UXte 

3 2 

R dS**^*?*)*)* A A tf^UlsXM, ntfOXhV, Y R 

112 3 

i^a #m^-e&^ ^ 0 r tf*?^/vm*mux\z 

3 2 

r ^mm^-xm, a ^mw^xm, a t^^uyxm, ntfoxhv^ y a* 

1 1 2 3 

3 2 

R ^TKf&^-Cfc^ A *S^^-CfcO, A *S3i^U^*>9, ndS0T?*>9, Y & 

1 1 2 3 

3 2 

R ^7K^M^T'fc<9, A ^SMS^"?*^ A tffcn^Vi/-?*)!}, n^OT-feO, Y & 

112 3 
3 2 

r tfTkmm^-ehQs a &m&&xm, a t^^vi/xm, ^mxm. y & 

112 3 
3 2 

r as^jg'Pcfc^ a tfmffi&xh'o, a ifi^uy^h^ n&oxhQ, y r 

112 3 

tfA #J|ltt^-C*)9 % ^oR ^t-^^-^^L;X^ 

3 2 

R tf&mW^X'hV, A tfWfc&X'lb*), A fr^Vls^m, nftOXW, Y R 

112 3 

tfA &mm&-?3b9s d^oR ^*n^^>/Wg£^L;Xtt 

3 2 

r a^iJljjj^-cfc^ a j&s^^-cfco, a &^vi/xm, ntfox-tov, Y R 

112 3 

TM #^H^*>5, ^oR ^h7fcKnt°^-4-^S£^L;Xte 

3 2 

r ^^^j^^--efe«9, a a tf^uyxhv. nmxhv, Y R 

112 3 
3 2 

r tf7kmm*x*h<o, a ^m^xh^o, a ft^wxm, nmxm, y & 

112 3 

A #^»^-C*>iJ, d>oR ^2-^/K^vVg£^L;Xte 

3 2 

R ^TK^II^-Cfet), A &mi£&XhV, A ft^vyxm, ntfOXM, Y R 

112 3 

tfA ^^^-efc<9, ^OR ^^i//vS^b;X« 

3 2 

r frfrmm^-xm, a tmfe&x&y, a t^^vxm, n^oxm, y & 

112 3 

tfA ri^^T-fc^ d>oR dS^^SSr*b;Xtt 

3 2 

R #**irFC*>!), A #l|U£a"e*>0, A tf^uyxM, n&OXh*), Y # 

112 3 

^fg-g-CfcO* A i^2-^jvzf^\fvv-2-^fVxm, a>oR i>H-t-^/vy^ 

3 2 
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1 1 2 3 

3 2 

r &&mm* x*hf), a &m&&-c3w. a &^v>-?m, nmxm. y # 

112 3 
3 2 

R ^mm^-xm, a &m&&xh<9 s a tf^uyxhv, n&2X*hV. R ifi* 
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